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**** **^MHW**WM-* d *. acWMIBOSlcMv^ #t* 

[0 0 5 4] 

(I) -C«S*L&ft^ort, Rljjyc«I^*5, X 

[0 0 5 5] 
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#H 2002-321729 



Utl 7) 




L 4 I&4-1 



^Y 1 -2-OH Q 2 v J ^12 

(XX) HN-n (XXI) 




•y'-z-ohIH^ 




V'-Z-OH 



tgftfc&JE Q 2_l £12 

HN 'N T (XXII) 



XS4-3 



1) R 14 

HN R 15 Q 2^i £12 

(XVIII) HN.J 
2) fcWcfcUT 




,14 



r3 i ) *n*#«? 



(lib) 



2) &SJOS£T Q 




R 4 



-y i -z- n ; 



HN-N 



[0 0 5 6] 

. ^ R< R5, R6, R7> R i2, R 14, R l 5> q n Q 2, T> T 2*j:Jztt 

[0 0 5 7] 

xm 4 - 1 

wrE-te* (xix) ^*it*}£9*s-A,mmfr*im--** (xx) -c* 

MMAte r t-rh**K, *^Ater t-7h^K, 7*^*1* 
A4ifOtt»o#tt T( -HeckSiStffd£fcK:J:0, MB-** (XXI) 

*«** ***** £ « 0 *©j»saMtt»#o rnwiswc* * , 

-2 BW-C** 0 



33/ 
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#M 2002-321729 



[0 0 5 8] 

IS4-2 

tfrfB-*b£ (XXI) t?Si§*L4ft^S.^^ t j I ^ ^9^^AJt*»5|5 
*^^9^^A*«S«:^T*tt«7c«Cfc»Cj:0, IttB-Jtot (XXI 
I) ti^^t^^^^^^^^ *»»c»&k:Mv^*l&*« 

[0 0 5 9] 

1314 -3 

nfrSB-ass; (xxii) ^ $ *l £ yf^nmm * , 

J£&HLT, fffB-fet (XVI I I) •C«**t*T5>iH»#i:»^$*^ 
B-*3* (lib) t^§tLMM^iincH^^ 0 IfrfrKffifctfv* 

zti h oft**** ***** £ * ^ § * 0 foasiutiia# o -c-««a 

ii#lB#p H l~2 BHre*>* 0 

[0 0 6 0] 
1114 -4 

«r«-*5$ (i ib) T*$it^k^«:T^5&yjD7k^i$*^ 

* (i c) ^***t*^9vr-^a»^*3Rj S ^ <&it3W§ ^ o jp^^ae 
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[0 0 6 1] 
Utl 8] 




[0 0 6 2] 

iA R2, R3, r< R 5 > r6 n R 7 > r12 n R 14 n R 15^ q2, t 
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[0 0 6 3] 

I*i5- 1 

tm-B& (xxi) -emzti&ik&fottm&mm'p, 1-^^-3- ( 

*?4 % K<jswj8#*JXCTh i;jc.?-/ut5 N, N-yMvynt>iW> 
iDLT, firfB— *b$ (XVI I I) -C^SfiarS & 
(lie) ^$^*<k^*»iii"-6c:t**r§*o «i^Rl&fcjiflv>e> 

[0 0 6 4] 

IfI5-2 

mu-&& (xix) T^$tL^k 0 7v*-;k^#^^fa-is:^: (xxi i i 

^ h 'JWtert -T'h^rv F\ #V t e r t - 7f^y h\ 
■fe v * A & ^O&gO^&T H e c k ^Sr^f d £ K X *) , O ft) IB— 

«(iic) s *l & 9 )mm& *W:jki-z>z.ttfT^& 0 Kfct-m 

^btizmmtLxi*^ mx.tf, r-fch-H;/K fh7HKn77 
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2002-321729 ^ ^-v : 



o 



[0 0 6 5] 

1*15-3 

we— «5S (i i c) x~mztizit&yo*T fr* vti\7kfmz*tt z & y .^m\>z 
^ (i d) x^K&\d7v*-)vmmfc*m^&zt&x%h 0 wMmEu& 

Xmi-9mm, Wtfffi^ Rl2, Rl4&tfxO£teRl5jcfi^*£;rt-&rt: 

[0 0 6 6] 

1*1 5 - 4 

huib-^ die) xmzti&it&yoZTFm&mm'p, Astrnm* 

ilUt l f%m~~ 2 b we**o 

[0 0 6 7] 

IS5- 5 

I c) T^$^MH?:lIt^t#T»^ 0 tttlTC^i^v^ti-Si 
A\ *:ft&<0&^fc«fc^£^tfa ^-O^^^ii#0 , C~M 
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^jfcm 2002-321729 ^ ^- v : 38/ 

ii#iB#r^~2 aim-ejbs, 

[0 0 6 8] 

18 5-6 

(iib) ^^n&fc&m*T )v* vwMmz+ktz^ 

^ (I c) T^$tL^>ii^v*-;Hf##^^-r^it^i^o to^BUS 

z H ! ti^o ^^^^(iii-t o °c-mm^mx^ „ KiSB#^{iM-r^ 

[0 0 6 9] 

lffaM5t^n43v^T#^tL^^Hj<7)itjfs-^ (i) xmztt&jk&miz 

[0 0 7 0] 

it?mm, svitfcmwt, mm, mm, T/i^^iitotitm 

t: 0 ^>m> n^^ N M^m, y^^B., BM, y^-^M, vn>^ 

D-t'fr* <> s N, N' -y^7y>xfV>y7 5>, J J - 

/K (tKn + y^;v) 757^^^ r;v^r->, 'Jy7f« 

* £ <^#M£W & Cl t &X # & o 
[0 0 7 1] 
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^#12 0 0 2-3 2 1 7 2 9 ^ : 39/ 

[0 0 7 2] 

HH:^v^Ttty^ (z) ftoKfc^S fcii f7>^ (E) #o<b^ov^m 
[0 0 7 3] 

Ml B— ( I ) v*- ;v3M*fc *5 i^WnK^y 

[0 0 7 4] 

#f&9!OlttffB— (I) ^Stt&ft^oyn K5y rii, ffi^ffc^n 

^<7)7xm«, ^tci^Ri, r2^ R4^ R 5 lc ^-r^7jcmife) > m^r^y* 

(ri^kmc^co^) isirrrsy* (ri, r2, R^RS^^y^ 
£ ci k «t ij - 1 &x # & o *ai&* r ^ y \,*x&m s yn 

K9y^**&-*-*3fefcLTUU #!l;tf£\ C 2 . 7 7y;^ C i_ 6 T ;w n * ~> (C 
2-7T'>;v) ^ N C2-7T;V=r^->^;i/;K-;v (C2-7Tv;V) 3k C^TAsx* 

ztrfx^, mtT j mz & ^ x&m s tiz ?u v ? * ^ * * t l t 

fi> MxJi\ C 2 . 7 7y^ C^T^n (C 2 _7Tv;W C 2 _7TA'rr 
a*~> (C 2 -7T;v=r^v*;v^;v) g % (C 2 - 7 7y^ + y) *^/Hk 1 
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2002-321729 ^ v I 40/ 

- (C2-7Tv;i't^y) (C2-7T;l/3^fy*^^-;i,) *^~>y-?- 

1- C (C2-7T)Vu*ci,f})V7$-)V) t^y) (C 3 _ 7 v^n 
T;w^;p) ir^-^ti ;wi^;i/*3rvy i- [ (C3_ 7 y^n7^;v) 

C!_ 6 T;Vrr^i> (C 2 _ 7 7y;V) &kto. MIBC^T;^ 
*"CflHfe$*L7t_tfBC2-7T'>^3fe*^v^ C2-7T^3^v^7^^-;i/ (C2-7 
Tv;l/) Itli, HUfSC 2 _7T;Uri^v^;i/#-;i,ST-am$tL^±ISC2-7Tv 

6 T )V a i\r v 16 Tiaife $ ft tz wit S C 2-7 T n * v # ;V - )vm £ v >v \ ( C 2-7 
7'>^^y) ^^^Sfetii^ ±IBC2-7TV;Hfe-CO-Sfi|$tL^li Kn^v 
j*?-;i^£^v\ 1- (C 2 -7Tv;U^^v) Jt^;mtfi, _tfBC 2 -7T->;v* 
•eO-SJfcSftfc 1 -fc Kn^~>jc?-A^£v*v\ (C^T^n* 

**:>^;l/ft£{i N tfrf2C2_7T;VnJrv^;u^;v^-eo-S^$^fv: 
t: Kndrv^f-;v^^v^\ 1- £ (C2-77^n^y*;i/*'-;v) .x 
prfBC2_7T;i/n^v^;i/^^;v^-eo-M^$tL7^ 1 -t: Kn^ 
yif;i^i^v^ 0 ££ N (C3_ 7 v^n7;K^) t^y*^f-;i/Stii, 
fffffi C 3_ 7 v y~ n T )l<*)\<&*^-f 2> mkT )V a^-ls-ft & v> ( C 3 

_ 7 v^nr;v^;i/) **^#;i^~;i^^vy ^;vstf3\ _LfE (C 3 _ 7 ~>^tf 

- C (C 3 . 7 y?n7;^^) t + y*^^-;^^y] _hffi ( 

C3_7V? ur)V^)v) Jr*vU )V^=.)V^x~0-W&:Z*itz 1 - 1: Kn^yx 
f^il:v^ 0 ici^ 7'nK7^^MnitU, n tf 7 y 

bit 

[0 0 7 5] 
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^#12 0 0 2 - 3 2 1 7 2 9 ^ : 41/ 

S G L T 1 i&ttfflWflsffiiiKi*»fc33V>t\ ^^lifSGLTl J&telMffUH 

<o±.imMftmi§kmL?zo ^^ic ^f^^mta-^ (i) xmznz 
^yy-pmmmz, ^m^^xmfifzSGLT l^mm^m^^mu to. 

»tciJ»t«SGLTlflHtJcna-f*, fllx-l^ »*snysi!f. H^tt 

aus^ mm, -ftsaMm) , mmm, 

[0 0 7 6] 

* fc, *smv>tt&®\*. s g l t i mmmm&w-<v'j?% <ti>i m<omm 

xzzmmtLx^ >f >^y^«sttii3i^ win, e^r 
i-4 vm, <oxv >$-mfemm, s g l t 2 ®t£Pi«s, -r u >x«-f > 

asas> h v i-mtwff-y— tf 1 1 *j v^-f^y-v 1 v 

*7r ^°^tf >ifl; Kn^t- tf|fl**K flf$l$r&lfi#lii> D 

-*^fn/fyyf-;V (D-chiroinositol)^'J n^>- 

tf- 3 ^;v^7 =f>m^y'^ K— l . rf>#^^ K— 1 

&«f fls rf K- 1 73*^^ K 7 >3Sli#> T 

^ >J >T=f-* K 7;V K-*jt7GBSfc|fi«8, j&5fcfSHtM«& (advance 
d glycation endproducts) MclS.*^ ^nf V3r 
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2 0 0 2-3 2 1 7 2 ,. ^ 



WBfNF-.BBMI, N-r* 
^ >_ r „, K-^^r-* (N-a c e t y , a t e d 

*im nked ~ aCid ~ diPePtidaSe)K «^ *~'>* 
***S** SH * (PDGF) , W (PD 

«** PDGF-AA, PDGF-BB, PDGF — AB) 

±ft*«H? (EGF) . «b«b*, ^ 5 _; 

^•>-.-^H., EGB - 761 , *e>n,* (bIno 
cl. m o.),^, K(snIodei . deKY _ i28 

«'-^H.B«, W+w-hwji, 
[00 7 7] 
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[0 0 7 8] 

•e&£o ifcli, RHfcfc, ^tc:ffifflt-*»^JtttLT-eoffifflS*«^$^: 
0 , j&witffflf* S G L T 1 flHtffi«moa6#Joai^ffl*lHlJS3l»±S« 

[0 0 7 9] 

W & £ V> T ft -5- O 7 V & tf^ OX tiHfco3l3l^» $ *L& $ 

[0 0 8 0] 

W>in5//iJ^V>, ^V^'J^^tf'J^A, GI-26257 0, >f 
t^'J^^ (isagl itazone) , LG- 1 0 0 6 4 1, NC-2 1 
00, T - 1 7 4, DRF-2 189, CLX-0 9 2 1, CS-011, GW 

- 1 9 2 9, isyv 9*s>* 3-y>rv 9 v>± h v ^a, n 1 p- 2 2 i#o^ 

fi'**l'V-*Wm&ffi1&ft J 5bSfcyTzf-XY^ GW-9 5 7 8, BM- 1 7 
0 7 4 4^^;^^->V-A«l«»« 7^-^ K GW-4 0 9 
544, KRP-2 9 7, NN-6 2 2, CLX-0940, LR-9 0, SB 
-2 1 9 9 9 4, DRF-4 158, DRF-MDX8#OW^yV-AJ| 
mm%!®ifcg&fo a/ 7 T -3—7. h , ALRT-268, AGN-4204, M 
X-6054, AGN-194204, LG-100754, ^fnf> (b 
exarotene) ^<7)I/^y >f KXS##T=f— * K ^tFl^V ^-9">> 
ONO-5816,MBX-102, CRE-1625, FK-614, CLX 
-0901, CRE-1633, NN-2344, BM-13 125, BM-5 
0 1050, HQL-975, CLX-0900, MBX-668, MBX-6 
75, S-15261, GW- 544, AZ-242, LY-510929, A 
R-H0 4 9 0 2 0, GW— 50151 6^0-€-©flfeO>f V &&&&&&& 
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rr - j* cd|§J^\g^ 19 £ ftg L JliltUg SrfiT $ * & CL <h ^ <b , mfiLlft. 

y ^j^^-skm^^ lv* 0 

[0 0 8 1] 

HSftJRMSIfcLTIi, T^W-je-x, Jj^yjj?-*, CKD 
-71 1, 5^* V 7- - K MDL-25, 637. * 5 Wtf-A, MDL- 
7 3, 9 4 5fO«-^^y^-^f|ifI, AZM-1 2 7^a-7^7- 

vmmmmo sglti m&m&m&tinit&toipmir mmmmmt 

[0 0 8 2] 

tf^T^-r F^^LTii. 7x>*;vr/, 
[0 0 8 3] 

^ V ^ 9 v K„ 1 - 3-* $> ~v )V*7VT, 77 ;V7^ ^ P\ i>* y 

y K, ^ytfvh\ /U^Ta **y v*-bfcT Y\ ^'j7'fT , /-;K yyrv 
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[0 0 8 4] 

SGLT2ffittEfHt Utli, T- 1 0 9 5 #K§¥ 1 0-2 3 7 0 

8 9-J§-£HBU #HS 2001-28817 8-^2r$U WOO 1/1 6 1 4 7 2^L 
WOO 1/2 7 1 2 8 2r$SU WOO 1/6 8 6 6 0<Zr#. WO 0 1/7 4 8 3 4 
fi*U WO 01/74835 WO02/28872 WO 0 2 / 3 6 

6 0 2<2r$R. WOO 2/4 4 1 9 2<£r=& > WOO 2/5 3 5 7 3 <&mmm<Dit 
&®m*mft>1n2>o SGLT2iSfePlfKi, »H^#^ ft 

[0 0 8 5] 
[0 0 8 6] 

^;v^rf>^^:r>^3*-^ h t LTf±. BAY-2 7- 9 9 5 5, NNC 
-9 2 - 1 6 8 7^Wb*u >^f£*T— ^Mmtkh Ltli, T 

ER-17411, L-7 8 3 2 8 1, KRX-61 3^W^ Y V^T" 
•^i^V^f-^— H I I ffiflt LTii. UC L - 1 3 9 7^^^f^^ 
ff-Vfri-fV-y-H I Vffi^Hi: LTti, NVP-DPP728A. TSL- 
2 2 5, P-3 2/9 8fWe.tl, ynf^/f ay^77^-l:-l 
BPI#^i: LTfi, PTP-112, OC-86839, PNU-1 77496 
^W^tt, LTti\ NN-4201, C 

P - 3 6 8 2 9 6SWfc»f t>*u -7;l/^ h - fcf * -7 y ^ -4f t L 
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Tfi, R- 1 3 2 9 1 7^^tf hit, \£)V\£ >Wl?*K Fuyi — ^M^tMb L 
Tfi, AZD-7 5 4 5fW^ JFFMff^iaW^i: LTfi, FR-225 
6 5 9^Wbtt. rn,*X>1».«>7T V-immftt LTfi, 
-4 (ex end i n-4) , CJC-113 Hfc&**»ffc*L, 
^fK-lT^htUtt, AZM-l 34, LY- 3 1 5 9 0 

Hi, D-^n^yf^ ^'Jar^iftKII^- l?-3fifJ|Rl|f^ 
[0 0 8 7] 

K K ADN-l 3 8. BAL-ARI 8. ZD- 5 5 2 2, 

ADN-311, GP- 1 4 4 7, IDD- 5 9 8, y;Hf 
--/K #1-JUUX?y h (ponalrestat), h (r i 

sarestat)^*tl/^n (zenarestat), m-frVX* 
(minalrestat)^ h V/H^-ZK AL- 1 5 6 7, 4 3 V 
(imirestat), M- 1 6209, TAT, AD-5467, 
KAS-3201,NZ-314, SG-210, JTT-8 
1 1, V^VfrUXpy h(lindolrestat) &mfh*l%> 0 T )V K 

81 is if * # y *ftMM»«>:ftat K «t i? jBM mm £ *i £ ffl ftft v ;nf h - 
[0 0 8 8] 

»5fS«Kkai»feSiai»agi:LTtt, f'J OPB-9195, AL 

T-9 4 6, ALT- 7 1 1, mWt^ri?>mmfbti& 0 *3fe*fcg*& 
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[0 0 8 9] 

rnx>f>^-HfCHa«fcL-C«i, LY-3 3 3 5 3 1, 5 K* * .7 > 
[0 0 9 0] 

d e x l i p o t am) %6^f<b*l, MK^mW^llW^ ^ LTti, 
gI»ifcLTtt, GPI-5 6 9 3Wf^, 

> >7';^>, S-tFn^y-i-^;^^^^ EGB-76U ^ 
[0 0 9 1] 

^^''^^ n;^^> (1 o v a s t 

a t i n) , 7;WU^f>t>U>)A, Tf^U^f^* 

^v-7A 7 XfO%, SC-45355, SQ- 3 3 6 0 0, CP-83101, B 
B-476, L-669262, S-2468, DMP- 5 6 5, U-2 0 6 8 
5, BAY-x-2 6 7 8, BAY- 1 0-2 9 8 7, \>9** 
A, n^u^f>*;vy^, ^^n>(colestolone)^ 
MWf-y (dalvastatin), 7y^-K * V 

(c r i 1 v a s t a t i n ) , BMS — 1 8 0 4 3 1, B MY — 
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2 1 9 5 0. *»/t* BMY-2 2 0 8 9, 

(b e r v a s t a t i n) e>tL* e Kn^y^ W; ^ 

i*hy^y*y Kt«, IffWAt Tfn^ttwti^icif 

[0 0 9 2] 

<r79-K n7>f7*n^K t'>;707-h, n^^ 

< 79- K ^7^7-f, y-*7477-L AHL-1 5 7&&mifC> 

* f n - ^jflue, « y y y y -t y Kjime, ««t^m^ r r- n - A ttftft 

l < , * u 'fia y /^«o«m^jeinnRfb 

[0 0 9 3] 

KI/ty >3»#Trfi^ h i: LTI1, BRL-2 8 4 1 0, SR- 
58611 A, ICI- 1 9 8 1 5 7, ZD- 2 0 7 9, BMS- 1 9 4 4 4 9 
, BRL-37344, CP-3 3 1 6 7 9, CP-1 1 4 2 7 1, L-750 
3 5 5, BMS- 1 87413, SR-59062 A, BMS-2 1 0 2 8 5, 
LY-3 7 7 6 0 4, SWR-0 3 4 2 SA, AZ-4 0 1 4 0, SB-2 2 6 
552, D-7114, BRL-35135, FR- 1 4 9 1 7 5, BRL-2 
6830 A, CL-316243, AJ-9677, GW- 4 2 7 3 5 3, N- 
5 9 8 4, GW-2 6 9 6, YM1 7 8^W<b*i£ 0 ^-rKUty^ 
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002-321729 A 



[0 0 9 4] 

TE-122, MCC-147, PD- 132301-2, DUP-1 2 9, U 
-73482, U- 7 6 8 0 7, RP-70676, P-0 6 1 3 9, CP - 1 
13818, RP- 7 3 1 6 3, FR- 1 2 9 1 6 9, FY- 038, EAB- 
309, KY-455, LS-3115, FR-145237, T-2591, 
J-104127, R- 755, FCE-28654, YIC-C8-434, 
7V*-> ^(avasimibe) , CI-976, RP-64477, F-l 
3 9 4, Wy5 7 (eldacimibe), CS-505, CL-283 
5 4 6, YM-1 7E, V v S If T ( 1 e c i m i b i d e ) , 4 4 7 C 8 8, 
YM-7 5 0, E- 5 3 2 4, KW- 3 0 3 3, HL-0 0 4, x 7 ;Vy>/ ( 
e f 1 u c i m i b e) %^f£>*L& 0 TvJ^x^tVAA : 3^fn- 

o 

[0 0 9 5] 

n^v^M;^, KB-2 6 1 l^Wb^t, rz l/J*xn-;i^aiS«I 
t LTJi, JHf-^^r, SCH-4 8 4 6 1^Wf>^ U ^--tf|fi#|g <h L 
T«, K ATL-962, AZM-131, RED-10300 

x.h^v,^* W ^ X^7V > t LT{±, SDZ-26 

8-198, BMS-188494, A- 87049, RPR-101821, 
ZD- 9720, RPR- 107393, ER-2785 emmif^ti, -rr 
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^ > N Ii3l/-b^7A, GT-102-27 

tf<b*i> U^A^IHH-Kh^^X^-^-ffl^^LTti, 2 6 4W9 4 
„ S-8 9 2 1, SD-5 6 13fW^ 3l/^fn-^iXf«^ 
^^ifltLTJi, PNU- 1 0 7 3 6 8E, SC-7 9 5> JTT-70 
5, CP- 5 2 9 4 1 4fW^tL^ 0 -tt^O^J, ^nrn-^K 
V-AMj^'J-b'J K h 9 > * "7 r - 7°n -f -f > mWM, 'J ^'^yyt-lfiaf 

[0 0 9 6] 

n h - yfom* mm, >tnf->7J-Xf 5 HT 2 r7^^ h) % / 

l 8 2 -7KVt , J>»7^f, 

C 3-R7^ K MC4-R73"-Xh) , ff - ^ ^ - > 
TMa^^K, nl/yxh^-yr^b (#l:CCK-A7 

> N V7hx^f v h 7s * y^m&T =T~7 K Ti#7 t-*- V 

> -a-n^^f KY7^^^ K *fc?;}->f K^y°^ K7>^n'-X K 2f 
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#H 2002-321729 A : 51/ 



tf<b*t, -to v->nmnmmt lt^ ^t^*?^^^ > N -7^ 

>^^tf^tL, fen j>z>7d"-^ FtLtli, 4 S hV7*>^ (+) y 
7x>7;^r/^W^> ;^TKl/t^fffi|ll||aTii, TV 
GW-3 2 0 6 5 9fWf>tL, y ;UT Kl^V >-Scffi$lJ^ t L 
Tfi, n'j^A, YM- 9 9 2^W^>*L, iS2-T K^t'J >^#7 3* 

, ^>X7x^^ ^ ?7>7^* 5 7x>y f ^ h:?v>, 
^W^>n, K-Ar/7^ftuli, ER-2 3 0, K7V*v>\ 

Tl±, h^y^-Ym^mifhti, H 3 -H^^^>7>^^fi:LtliG 
T-2 3 9 4^Wbti, U7^>mmfotfzl±U7^>^fcT 
=f-Xh tLTte, L Y-3 5 5 1 0 l^^f hfi, =t V h >T =f- 
*h (#ICCCK-A7n^f) t ttli, SR-146131, SSR-1 
25180, BP-3. 200, A- 71623, FPL-15849, G I - 
2 4 8 5 7 3, GW-7 178, GI-181771, GW- 7 8 5 4, A- 7 

1 3 7 8^W<b*L, -a-n^f KY7^^^ftUlt SR-1 

2 0 8 1 9 -A, PD-160170, NGD-95-1, BIBP-3226 
, 1229-U-91, CGP-71683, BIBO-3304, CP-67 

1906-01, j-ii58i Am^mwhfi^o mmmm\*. m^mm. 
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^j&M 2002-321729 ^ ^- v 

[0 0 9 7] 

Ty^t'Ti'isy^.wmmmmmb ltj±, Tw>mx^9 

m*f--7°i;;K mMT-*#7°'J;K h^^K^yv^K V7 

xy^'J^A^yvA, »x^y7"ijji, (mo e x i p r i 1 ) , V>f-T 

[0 0 9 8] 

^^h^-f^V-^m^mt LTli, tv;U<j7-f, MDL-10 0 
240, 77 ->Kh (fasidotri 1) , ^A/^Y V 7~ K GW- 
6 6 0 5 1 1 X, 5 (m i x a n p r i 1 ) , S A- 7060, E 

-4030, S L V- 3 0 6, K f 'J )V^mf hti& 0 K^7°-f- 

[0 0 9 9] 

yJk|x7Dtj^> N EX 
P-3174, L- 1 5 8 8 0 9, EXP-3312, *)V**)-)V*y, 

KT-3-6 7 1, GA-0 113, RU- 6 4 2 7 6, EMD-9 0 

423, BR-9 7oifw?>^o t > > v > 1 1 &mm$m& 

[0 10 0] 

^sY^)ymmmmmmtLT\±, cgs-3144 7, cgs-35o 

6 6, SM- 19 7 1 2#^Wb*L, x.y K-fei; >^#:t =f - * hht 
TJ±, L-7 4 9 8 0 5, TBC-3214, B M S - 1 8 2 8 7 4 , BQ-6 
1 0, TA-0 201, SB-215355, PD-180988, v*?-tr> 
(s i taxsentan) , BMS-193884, ^;u-fe> 
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2002-321729 ^ ^- v : 53/ 

* > (darusentan) , TBC-37 1 K #-fe > * >\ f V-b > ^ ^ 
7^ HJ >>A (tezosentan), J-1 0 4 1 3 2, YM- 5 9 8, S - 
0139, SB-2 3 4 5 5 K RPR-118031 A, ATZ-1993, 
RO-6 1 - 1 7 9 0, ABT- 5 4 6, BMS-2 0 7 9 4 

[oioil 

n^onfrvF, ^>7JVfvF, ^f^DfT'/F^ <<>*>UK„ fij/i 

VTAfl/>, T5;7-frA LLU-«, PNU-80 

8 7 3A, -Tvv;nfK, D-v>^h-;i/, D-v>nfh-/K -7;v^h-x 
, ^ V -fe 'J >\ 7-feF77^ F\ * ? * K, FR-179544, O P C - 
3 1 2 6 0, U * s srt~f9 > (1 ixivaptan) , M^-aV^ 

[0 10 2] 

ti>, *»^~vt?>\ m^-vtf^, S^v^ye>, v^-vfc?^ - 
V^vkf^ -hl^vtf^ -7xy't:^ -;i//^y*e>, 7iOyf>, ^ 

->>K tl7 7^y>, ^7'Jy;K ^m^n/^ JfiL^ 
SiWJE^i: LTte, -rv^/N^ h\ F77y>, K9 5 5» % 77 

K77y>, 7F77y>Wff>ti, LTte, fi^T^X 
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m 2002-321729 ^ ^- v : 54/ 

7D-;k »f7yy>, M7tVy>, ttBt^V^^, t^frWth***}- 

V n - ;k t Ko- ;k «? ^ vf v;i^ f > K ^ ~ >^#^f t, ^ ff^tePt JEEH 
t LTJi, Hr^e^j&^tf e>*L % a2 -7 KW*y >^#7 3'-^ hit 
Ttt, ^m^n-v^, ^^;vK/n\ CHF- 1 0 3 5, ftBft^T^vX. ^ 
»^7>7 7y>, ^E* V-v^ (mo x o n i d i n e) % n 7 ( 
lofexidine) „ ffim.* V V-;VfW5tL* 0 £*l£><d»J{2: 

[0 10 3] 

SfcJlluNSKfc LT*±. S»f^Dey>, i?\£Vjr*-n>^ ->n^^v-;K 
[0 10 4] 

MK&Jftll$g|g& ITIi, 7n7*'j;-^ t^yyvz-Wflf^tL, 

^*'Htituii, ^x^thv 

^A^E#^»f^iL4 0 £*Lt,OHaW± % 4$£f*ffiglUufiE. «jii^e«?$L 
[0 10 5] 

«*. tf, s G L T l iSttBMIJ^o^lumrftffiti^ 

m^§f#7v^^f, r/^'j mmm, h; 
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2002-321729 ^ ^- v I 55/ 

ij xy>*x*v ?~eMRJH % ^;i/r?-7.-6 -*X7t^- eEMH& 7;v 
zfyfltf??- K— l „ rf >-#^7°^ K— 1 

iWK-iT^f, 7 5 y 75';>it#i3j:o f 75'r/7^-x 

<> >f vm. jyxvywmmm, sgl 

ij ^y^- Vfri-f+y-ii i i istm v*-?**? f-y— *f i viswn£> 

ynf'f^fnyy^^yT^-b*- 1 B|B#& yv ^Y>^7,^) 9— *fpl 
#P£. /;V3-^-6-*777^-€IfI, 7;v^h-^-t:^^77^ 

h ^'J ay^Mll^t- if- 3 rf>^y^ K 

- l „ =ry^-y^- k- i fs^-ft:. =fym^^ K-17 n*^^ > 
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2002-321729 A : 56/ 



5-fc Kn^v-i-^jvfc^ W>> EGB-76 1, lf-=e^n^;v 

> * n ^~> h\ y-12 8, r>^7->^>mmmm^m, *&^> 
tw— r>v*r >v>i isawwtttau ^>K*y>iafc»« 

& 7 > r- > v ^SE&B^ffiW^ > 7°^- ^- -b* i tr r 

Jfi$ttJt3ft& mUKBM, e^T^-^K^ * U >4W&«aWU SGL 

St^--fe*- 3 fS#^, y)ls*=fym^-??- K— 1 , ^^n->f^/f K-l 
[0 10 6] 
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2002-321729 ^ v : 57/ 

9/10 0 1 iMiWO 9 9/2 6 6 0 6^^7Vy 

[0 10 7] 

mmu mwm, m&m> mmk ^mk mmn, mmmu mmm, mmm 

G L T 1 M^Ra«m^.^^J fc^fe^tffflt &4§£-l±, ^^WOflHtjS; 

o 

10 10 8] 

5£ (i) -e^sti&fls^t fcfct^o&a^iftfcWq^sfL&EL *V^±^-tL<bO 

*L&ri s , lP^M«AlHi/;»)«feO. 1 - 1 0 0 0m g 
<7)|£Ht:\ ^P^-S-O^-gii, $uA 1 0 ^ t) Ufa 0 . 0 1 ~ 3 0 0 m g Ofg 

ffl-e, -lit fci*&mzfritxmM&- ! 3-ir2>zbi>*"ezz>o ttz, sgltis 

GLTl ®ttiaW^^CO^J(7)^*tCJSDTM*i--2> - t & Q 
[0 10 9] 

[0 110] 
[H»J] 
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#M2 002-321729 



2 —y 5 ^ - 2 - ^fiv/nt't^r ^ K 

2-^^iP**^jP^>i,r5y-2-^^^n^^ (i g ) ON 
, N-^^*a, AT5K (lOmL) «:i-tKn^>>/ h , jr/ 

(0. 63g) , l~^;u~3~ (S-y^W^T'D^) 
^ §K * W (1 - 21 ^ * MJ***7S> (1. 7 6mL) fim 8 
%T>*=r*»* (2mL) *JD*, MTMWWLfc. Ei^^ 
fcft«T, l»***-«HlLfc e 0. 5m o 1 m o 1 

v * a tttftfe mm t «et«* L t 2 s; r 5 y - 

2-^Wn t ^ 7 , K (o. 26g) t#fco (5mL 
) fc**U 10%^^ Am ^ (3 0mg) **;Uc*#H*T3*«| 

) *#fco 

[0 111] 

1H-NMR (DMSO-d 6 ) a ppm: 

1.15 (6H, s), 1.9 (2H, brs), 6.83 (1H, brs), 7.26 (1H, brs) 
[0 112] 

##M2 

-3H-f77^-3-t> 

(6 0%, 2. 3lg) on7bKD7^ (2 5 0mL 
) «»*t=4-^^-3-*^y*«i^ (15. 2 g) fcjn*, 0 

1 0#m«J*Lfc o ^ii;4-7D^^>y>7n, K (2 0 g ) ^ - h 
?fc Kn 7 ?> (1 0 OmL) MT-ffta»Lfe 0 £Jftft**£ 

**£ET«*Lfc 0 3WtOf^> (1 OmL) » t K7^/l» ( 8 
• 0 1 g) *i„^ ! o 0tr-**#Lfc o RJE&«^»*Sai^4pLfe« 
> ****B:T**Lfc. MElcm^^ (2 OmL) lftT2«H 
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#M2 002-321729 



&^tzo m&TA ox:x^mvxmuit^m (1 1. 5 g > ^#^ Q 

[0 113] 

iH-NMR (DMSO-d 6 ) § ppm: 

1.07 (6H, d, J«7.1Hz), 2.75-2.9 (1H, m), 3.55 (2H, s), 7.05-7.15 (2H, m) 
, 7.35-7.45 (2H, m) 

[0 1 1 4J 
###!)3 

3- (2, 3, 4, 6-fh7-0-7'tf-;V- / g-D-^3ti'7yy;i /t + 
v) - 4 - C (4-7D^E7x^) -5-^V7Dk>-lH-li7 

^-3H-e7V^- 3 -t> (5. Og) <&ttft**-w (5 0mL) JRft 

^)7^^D'JK(5. 3g). 5moI/L*»ftth^A*» 
* (8. 5mL) *Jn*., Lfc. U ***«JET 

>/tt*x**«l/l) «Uiffijt^ (4. 12g) *#fc„ 

[0 115] 
iH-NMR (CDC 1 3) 5 ppm: 

1.1-1.25 (6H, m), 1.86 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s) 
, 2.85-2.95 (1H, m), 3.58 (1H, d, J=16.2Hz), 3.64 (1H, d, J-16.2Hz), 3.8 
-3.95 (1H, m), 4.15 (1H, dd, J=12.4Hz, 2.2Hz), 4.32 (1H, dd, J=12.4Hz, 3 
•9Hz), 5.15-5.35 (3H, m), 5.53 (1H, d, J=7.5Hz), 6.95-7.05 (2H, m), 7.3- 
7.4 (2H, m) 

[0 116] 

##$14 

3- (2, 3, 4, 6-fh7-0-7W-^- D -^k'7;y;^^ 
-» -4- ( |4- C (IE) 7l -; k 
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002-321729 



3- (2, 3, 4, e-^h^-O-T-tr^-^-^-D-^rftf^y 
-4- [ U-ra^i-^) 

( 3 . Og) , 3--7^>^ (i. 0 g) 07^^.]^ (i 5mL 

) mmz^ hvxwry ( 2 . 4*) , ««/t?v*A a i) (o. ii 
g) (o. 2 9 g ) zm^m 

xmmLxmmt^m d. 7 4 g ) *%t Zo 

[0 117] 

iH-NMR (CDC 1 3 ) 8 p pm : 

1.1-1.2 (6H, m), 1.84 (3H, s), 2.01 (3H ( s), 2.02 (3H, s), 2.05 (3H, s), 
2.8-2.95 (1H, m), 3.2-3.3 (2H, m), 3.59 (1H, d, J=16.0Hz), 3.66 (1H, d, 
J=16.0Hz), 3.8-3.9 (1H, m), 4.18 (1H, dd, J=12.3Hz, 1.8Hz), 4.33 (1H, d 

d, J=12.3Hz, 3.8Hz), 5.15-5.35 (3H, m), 5.4-5.5 (1H, m), 6.2-6.3 (1H, m) 

, 6.4-6.5 (1H, m), 7.0-7.1 (2H, m), 7.2-7.3 (2H, m) 
[0 118] 

3- (2, 3, 4, e-rh^-O-TW-^-D-^t^yy;^^ 
'>) -4- ( {4- C (IE) -2-*;V^yf-;i,] y ^^ ;L/) _ 

5 - j V ~fu \£)V- 1 H - H° ^ V*-;l/ 

[0 119] 

2 H-NMR (CDC 1 3 ) a p pm : 

1.19 (6H, d, J=7.3Hz), 1.84 (3H, s), 2.01 (3H, s), 2.04 (3H, s), 2.05 (3 
H, s), 2.85-3.0 (1H, m), 3.66 (1H, d, J=16.2Hz), 3.73 (1H, d, J=16.2Hz), 
3.85-3.95 (1H, m), 4.2 (1H, dd, J=12.6Hz, 2.2Hz), 4.34 (1H, dd, J=12.6H 
z, 4.1Hz), 5.15-5.35 (3H, m), 5.5 (1H, d, J=7.7Hz), 6.4 (1H, d, J=15.7Hz 
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0#I2OO 2 - 3 2 1 7 2 9 ^ ^-v : 61/ 

), 7.15-7.2 (2H, m), 7.4-7.5 (2H, m), 7.71 (1H, d, J=15.7Hz) 
[0 12 0] 

4- ( |4- C3- {13)\<s^4 )V*7-)VX)V/^y{ )l>) •fU\£)V) 7^=- )V\ 
-3- (jS-D-^Vne^/yWv) - 5 - <f V/n 1 H 

3- (2, 3, 4, 6-fh7-0-7-bf;V-/9-D-^>nlf7/y;Vt 
^v) -4- ( |4- C (IE) -3 -^my^nM- 1 7i- 
- 5--f V7"ntf;i>- l H-kf^y*-;v (o. 3 4 g) ON, N- 
y^fJWt^AT^ K (lmL) i»;^*'JyV7^ KttBttft (0. 1 2 g) , 
l-tKn^y^>VPjrv*-;i/ (0. 09g), l-^^;v-3- (3-v 
^f;V75/^n e ;v) # ^ Ftf^ ( o . 1 5 g) is <fc h V 

rr/ (o. 2 7 g) fcijnx., ^^-ife^t?^ ^%£M*L7t^ M$ 
&C5mo l/L7kmfci-W<y&7kmm (0. 5mL) ^iPx., ^-eiB#r^ii 

flitCAPCELL PAK UG120 ODS, 5 //m, 1 2 0 A, 20 
X 5 Omm, m>M3 0mL/^J^7^7-yx> h, 7K/T-fe > - h U ;U = 9 
0/10-10/90) X~mmL4- ( |4- [3- (# )V * )V 

y°n/N°- l 7x-jH -3- (£-D-^;vntf 

7;yiVt^ry) -5-^V7"nt>-lH-li7V*-^ (0. 0 3 g) 
o iW^y-^ (lmL) K&fllU 10%A'7y7A»f (0. 0 1 
g) fcflDx., 7K*#ffl^iTm^3Bf^ti#t7t:o ^S§M»4r»*U zt^OYf^ 
*^JET^*LT^ffi^^ (0. 0 2g) £#*r 0 

[0 12 1] 
1H-NMR (CD 3 OD) a ppm: 

1.1-1.2 (6H, m), 1.85-1.95 (2H, m), 2.25 (2H, t, J=7.6Hz), 2.6 (2H, t, J 
=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.4 (4H, m), 3.6-3.9 (6H, m), 5.0-5.1 ( 
1H, m), 7.0-7.15 (4H, m) 
[0 12 2] 
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002-321729 



^MM2 

4- I [4- (3-*;W^/f;vy D ^) 7x-;H _ 3 _ (/? _ D 

-^3e7;yH^«» - 5 - 4 v 7 u tf )v - i h - k? y v* - ;i/ 

[0 12 3] 

! H~NMR (CD 3 OD) Sppm: 

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.6Hz), 2.58 (2H, t, 
J=7.5Hz), 2.85-2.95 (1H, m), 3.3-3.45 (4H, m), 3.6-3.8 (3H, m), 3.8-3.9 
(1H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 

[0 12 4] 
#dfc$l3 

4- ( |4- C3- (2 -t) )i>^)\,jj )\,) ynt:;P] 7^- 

)V\ -3- (^-D-^n^/yW + y) - 5 - /f y ~fu tf — 

1 H-tf^ 

[0 12 5] 

iH — NMR (CD3OD) d ppm: 

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.15 (2H, t, J=7.3Hz), 2.4 (2H, t, J 
=6. 7Hz), 2.56 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (6H, m), 3. 
6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 12 6] 

4- ( 14- [3- (2 -T^ y^)Vi])V^y()V) fu\£)V} 7xc;H ^ 
^) -3- (^-D-^3tf7yy;Vt^y) -5--fV7°nt:>-iH- 
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2002-321729 ^ ^<^y 

[0 12 7] 

!h-nmr (CD3OD) a p pm : 

1.1-1.2 (6H, m), 1.85-1.95 (2H, m), 2.19 (2H, t, J=7.6Hz), 2.58 (2H, t, 
J=7.5Hz), 2.8 (2H, t, J=6.1Hz), 2.85-2.95 (1H, m), 3.2-3.4 (6H, m), 3.6- 
3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 12 8] 

4- ( |4- [3- (3-rU^ne;^jW^^;v) y u tf ;V] 7l -^| 
-3- (/?-D-^;i/rr i^y - 5 y 7»n tf;w- 1 h 

[0 12 9] 

iH-NMR (CD3OD) £ ppm: 

1.1-1.2 (6H, m), 1.6-1.7 (2H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.7Hz 
), 2.57 (2H, t, J=7.5Hz), 2.68 (2H, t, J=7.1Hz), 2.85-2.95 (1H, m), 3.22 
(2H, t, J=6.7Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 

7.0- 7.15 (4H, m) 

[0 13 0] 

4- ( |4- [3- (4-7^7*f;^;w^^v) yn t?;i/| y^^ju] * 
-3- (p-D-y)]/=nSyy y^t^y) — 5 —4 y y°u 1 h — 

[0 13 1] 

iH-NMR (CD3OD) 8 ppm: 

1.1- 1.2 (6H, m), 1.45-1.65 (4H, m), 1.8-1.95 (2H, m), 2.16 (2H, t, J=7.5 
Hz), 2.57 (2H, t, J=7.7Hz), 2.83 (2H, t, J=7.0Hz), 2.85-3.0 (1H, m), 3.1 
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#M 2002-321729 



7 (2H, t, J=6.6Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 
7.0-7.15 (4H, m) 
[0 13 2] 
HMM 7 

4- C (4- {3- [ (S) -l-#;WN^^- 2 - (4-tKn^ 7l - 
3t c 7yy;Wy) - 5 - 4 V y°u fcf )V~ i h - 1?7 

[0 13 3] 

1H-NMR (CD 3 OD) $ ppm: 

1.1-1.2 (6H, m), 1.7-1.8 (2H, m), 2.1-2.2 (2H, m), 2.44 (2H, t, J=7.5Hz) 
. 2.76 (1H, dd. J=13.9Hz, 9.3Hz), 2.85-2.95 (1H, m), 3.04 (1H, dd, J=13. 
9Hz, 5.5Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 4.57 (1H, dd, J=9.3Hz, 
5.5Hz), 5.0-5.1 (1H, m), 6.65-6.75 (2H, m), 6.95-7.15 (6H, m) 
[0 13 4] 



4- { C4- {3~^yV)Vij)V^^( )Vy°u\£)\,) * -3- 

( /? - D - \£ y J — 5~4 V y°u fcf — l H — fef 9 V~)V 

[0 13 5] 

1h — NMR (CD3OD) a ppm: 

1.05-1.2 (6H, m), 1.85-1.95 (2H, m), 2.22 (2H, t, J=7.5Hz), 2.57 (2H, t, 
J=7.5Hz), 2.8-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 4.33 (2 
H, s), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m), 7.15-7.45 (5H, m) 
[0 13 6] 



3- (^-D-^n^yyW^ry) -5-^V 7 W^- 4 - | C4- ( 
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^#12 0 0 2 -3 2 1 7 2 9 ^ ^-v : 65/ 

10 13 7] 

!H-NMR (CD 3 OD) 5 ppm: 

1.05-1.15 (6H, m), 1.75-1.9 (2H, m), 2.12 (2H, t, J=7.5Hz), 2.51 (2H, t, 
J=7.7Hz), 2.77 (2H, t, J=7.5Hz), 2.8-2.95 (1H, m), 3.25-3.45 (6H, m), 3 
.6-3.9 (4H, m), 5.0-5.15 (1H, m), 6.95-7.05 (2H, m), 7.05-7.3 (7H, m) 
[0 13 8] 

nmm 1 o 

3- (jS-D-^vntf^yy^t^y) - 5 ->f V 7*n fcf^- 4 - ( j4- [ 
3- (3-tfV ^;i/^^;v*;w^>f ;v) *fu\Lfr} 7 ju-a>\ -ih 

[0 13 9] 

1H-NMR (CD3OD) a ppm: 

1.1-1.15 (6H, m), 1.85-1.95 (2H, m), 2.22 (2H, t, J=7.6Hz), 2.56 (2H, t, 
J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 4.37 ( 
2H, s), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m), 7.35-7.45 (1H, m), 7.7-7.8 (1 
H, m), 8.4-8.45 (1H, m), 8.45-8.5 (1H, m) 
[0 14 0] 

mmm 1 1 

3- (^-D-^nt^yy^t + v) - 5 -4 V */n 4 - [ (4- | 

3- [2- ( 2 - k? 1; ^ -fu\£)V\ 71^^) 

} - 1 U-\£?V-)V 

v>7 5 h*mmiM.<Ditfr> *) K2 - (2-7^if^) wz?>&m\<*x 
[0 14 1] 



miiE# 2003-3075093 



#M 2002-321729 



!h-nmr (CD3OD) a ppm: 

1.1-1.15 (6H, m), 1.75-1.9 (2H, m), 2.11 (2H, t, J=7.5Hz), 2.51 (2H, t, 
J=7.6Hz), 2.85-3.0 (3H, m), 3.25-3.45 (4H, m), 3.52 (2H, t, J=6.9Hz), 3. 
6-3.9 (4H, m), 5.0-5.1 (1H, m), 6.95-7.15 (4H, m), 7.2-7.35 (2H, m), 7.7 
-7.8 (1H, m), 8.4-8.5 (1H, m) 
[0 14 2] 

m. mm 1 2 

3- (/J-D-^ntT^y -5-4 V*7u\£)V-A- { (4- j 

3- [2- (y^f^r^y) .X^;l/#;W?^;i/) y°U\l)V\ ~7 3u=.)V) 
W ~ 1 H-e9 , /-)P 

[0 14 3] 

2 H-NMR (CD 3 OD) 5 ppm: 

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.6Hz), 2.25 (6H, s), 
2.42 (2H, t, J=6.9Hz), 2.57 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3 
.4 (6H, m), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 14 4] 

mmm 1 3 

3- (/j-D-^OVr/tf^y - 5 -4 V 7°u \£ )V- 4 - ( ( 4 - { 

3- [2- (-t/iofci; >- 4 ^ju^j )^ ?° U \£)i>\ y 

) - l H-feT^y'-^ 

[0 14 5] 

iH-NMR (CD 3 0D) ^ p pm : 

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.6Hz), 2.4-2.55 (6H, 
m), 2.58 (2H, t, J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (6H, m), 3.6-3. 
9 (8H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 



ffiSE# 2003-3075093 



^jfem 2 0 0 2 - 3 2 1 7 2 9 ^ ^-v : 67/ 

[0 14 6] 

mmm 1 4 

3- (^-D-^nt^yvW^ry) -4- { C 4 — (3- |2- [fcf;* ( 

2 - H Fn4rvo^;v) 75;) )V/^y( )V\ -fU\£)V) 7x^^] ^ 

tf i h - kf 9 V- ;v 

[0 14 7] 

iH-NMR (CD3OD) a p pm I 

1.1-1.15 (6H, m), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 2.5-2.7 (8H, 
m), 2.85-2.95 (1H, m), 3.25 (2H, t, J=6.4Hz), 3.3-3.4 (4H, m), 3.5-3.9 ( 
8H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 14 8] 

f&mi 5 

3- (|S-D-^V3if7/y;vt^y) - 5 ->f y-fu 4 - I [4- ( 
3- |3- Ct** + 75 ^n^*^/f^| 7" 

v>7^ KffiBlttOffcjb lj KN, N-ex (2-tKn^yif;v) -1 

[0 14 9] 

iH-NMR (CD3OD) 8 ppm: 

1.05-1.2 (6H, m), 1.6-1.75 (2H, m), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.5 

Hz), 2.5-2.75 (8H, m), 2.8-2.95 (1H, m), 3.21 (2H, t, J=6.7Hz), 3.25-3.4 
5 (4H, m), 3.5-3.9 (8H, m), 5.0-5.15 (1H, m), 7.0-7.2 (4H, m) 
[0 15 0] 

mmm 1 6 

3- (/l-D-^^e^yW^y) - 5 V/n 4 - ( (4- 1 

3- [3- (y>f;l/75/) yntf;i/*;w^-f 7"n tf;v} 7x-;v) 
^•^] - 1 H-tf7y*-JV 



mfl# 2003-3075093 



0#I2OO 2-3 2 1 7 2 9 ^ -^-v : 68/ 

[0 15 1] 

1H-NMR (CD 3 OD) a ppm: 

1.1-1.15 (6H, m), 1.6-1.75 (2H, m), 1.8-1.95 (2H, m), 2.16 (2H, t, J=7.5 
Hz), 2.22 (6H, s), 2.3-2.35 (2H, m), 2.57 (2H, t, J=7.6Hz), 2.85-2.95 (1 

H, m), 3.17 (2H, t, J=6.9Hz), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 5.0-5. 
1 (1H, m), 7.0-7.15 (4H, m) 

[0 15 2] 

mmm 1 7 

3- (/J-D-^nif^W^y) -4- C (4- |3- [2 - (-f^ 
1 --f;i/) J^;i/#;w^e>f ynt?;v| 7x-iH -5- 
>f v 7n tf 1 h - fef 9 V*- ;w 

[0 15 3] 

1H-NMR (CD3OD) $ ppml 

I. 1-1.15 (6H, m), 1.8-2.0 (4H, m), 2.17 (2H, t, J=7.6Hz), 2.57 (2H, t, J 
=7. 7Hz), 2.85-2.95 (1H, m), 3.14 (2H, t, J=6.8Hz), 3.3-3.45 (4H, m), 3.6 
-3.9 (4H, m), 4.03 (2H, t, J=7.0Hz), 5.0-5.1 (1H, m), 6.9-7.0 (1H, m), 7 
.0-7.15 (5H, m), 7.6-7.7 (1H, m) 

[0 15 4] 

mmm 1 8 

3- (jS-D-^Vnb'y/y^^y) -4- ( |4- [3- 

vxfiV) *;WN**^;vyn tf;i/) -7^^;H ^-^;v) - 5 --f v/n tf;v- 1 

[0 15 5] 



miE# 2003-3075093 




#M 2002-321729 



69/ 



iH-NMR (CD3OD) 3 ppm: 

1.05-1.15 (6H, m), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 2.57 (2H, t, 
J=7.5Hz), 2.85-2.95 (1H, m), 3.27 (2H, t, J=5.8Hz), 3.3-3.5 (4H, m), 3. 
57 (2H, t, J=5.9Hz), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 15 6] 

1 9 

3- (i?-D-^n^/W^» -4- C (4- |3- C2-*Kn* 

[0 15 7] 

iH-NMR (CD3OD) ^ ppm: 

1.05-1.2 (6H, m), 1.8-1.95 (2H, m), 2.21 (2H, t, J=7.6Hz), 2.58 (2H, t, 
J=7.6Hz), 2.85-2.95 (1H, m), 3.3-3.45 (4H, m), 3.55-3.95 (9H, m), 5.0-5. 
1 (1H, m), 7.0-7.15 (4H, m) 

[0 15 8] 
HH#J2 0 

3- (^-D-^a^y^^^) _ 4 _ c (4 _ {3 _ ^.^^ 

[0 15 9] 

iH — NMR (CD3OD) 8 p p m : 

1.1-1.15 (6H, m), 1.22 (3H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.7Hz), 
2.58 (2H, t, 1=7.5^), 2.85-2.95 (IH, m), 3.25-3.45 (4H, m), 3.55-3.9 ( 
8H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 16 0] 



ttSIE#2 003-3075093 



Q!%m 2002-321729 ^ ^- 5; 

mmm 2 1 

3- (^-D-^^yy^ + y) -4- C (4- j3- [2-t Kn^ 
;v) -5-^V7 p ne;v-iH-e7V*-;i' 

[0 16 1] 

iH-NMR (CD 3 0D) ,5 ppm: 

1.1-1.2 (6H, m), 1.8-1.95 (2H, m), 2.23 (2H, t, J=7.5Hz), 2.59 (2H, t, J 
=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (10H, m), 5.0-5.1 
(1H, m), 7.0-7.15 (4H, m) 
[0 16 2] 

mrnm 2 2 

4- C (4- 13 - C (S) -1- (1j ;w^e>f )V) ;W?^ fW) -fu 
MM 7x-^) -3- (/3-D-^;ur3t: 0 7y->;i/^-^v) -5-^ 
y y'u 1 h - tf 7 V-;v 

[0 16 3] 

iH-NMR (CD3OD) a ppm: 

1.05-1.2 (6H, m), 1.32 (3H, d, J=7.2Hz), 1.8-1.95 (2H, m), 2.15-2.25 (2H 
, m), 2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3 
.9 (4H, m), 4.32 (1H, q, J=7.2Hz), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 16 4] 

mm\ 2 3 

4 - C (4- 13- C (S) - 1 -#;W^vf;i/-2-fc Kn^f ->ai?-;v# ;w* 
7°u\£)i>\ ~7x.-)\s) j*^] -3- (^-D-^a^/ym 
v) - 5 -4 vy'u \£)V- 1 H-t?7 



ffitE#2 003-3075093 



2002-321729 ^ 

[0 16 5] 

iH-NMR (CD3OD) S ppm: 

1.05-1.2 (6H, m), 1.85-1.95 (2H, m), 2.2-2.3 (2H, m), 2.59 (2H, t, J=7.4 
Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (6H, m), 4.4 (1H, t, 
J=5.2Hz), 5.0-5.1 (1H, m), 7.05-7.15 (4H, m) 

[0 16 6] 
HMM 2 4 

4- C (4- {3- [1 -JDV/^J )V- 1 - a^;v#;w^.f ;t y| 

rne;H y^-jv) *wy -3- (^-D-^n^/y^^y) -5 
--f V 7°n kf 1 h - feTy V-^ 

v>T 5 K&^oftfr ^:2-T5y- tT* >t 5 Kfc 

[0 16 7] 

iH-NMR (CD3OD) «? ppm: 

1.05-1.2 (6H, m), 1.44 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.4Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4 

H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 

[0 16 8] 

mmm 2 5 

4 - C.(4- |3 - [2- ( T .fc^ ;v , r ^y) ju^)Vij)V^^ ;l0 ?u\£n,\ 

^';v>T< Kmm^<7)ft^0^N-T-t^^-l, 2-xfi,>y7r/^ 

[0 16 9] 

iH-NMR (CD3OD) 5 ppm: 

I. 05-1.2 (6H, m), 1.8-1.95 (5H, m), 2.16 (2H, t, J=7.6Hz), 2.57 (2H, t, 
J=7.6Hz), 2.85-2.95 (1H, m), 3.2-3.45 (8H, m), 3.6-3.9 (4H, m), 5.0-5.15 



ttJSE#2 003-3075093 



#M2 002-321729 



^-v: 72/ 



(1H, m), 7.0-7.15 (4H, m) 
[0 17 0] 

2 6 

4 - ( {4 - C (IE) -Z-*)V^j)\,7u,*-i-3L- )V ^ y^-)u\ * 
-3- (/J-D-^ntf?^;^^) 

3- (2, 3, 4, 6— r h^-O-T-t^-^-D-^atf^y 

-4- ( U- C (IE) -3-*myyn^-i-x-^j 7l - 
;H -5— fy^ne^-lH-lf9V^ (32mg) ON, N-v 

^***AT^ K (lmL) **fcttft7>*-*A (8mg) , 1-tKn 
^>>/hV7^ (9mg) , (3->^W^y 
D ^ *^5FJIii (15mg) ^i^fjxwr/ (2 1mg 
) M*-ft«**Lfc 0 **%*it*Lfc|k »5mo 1/L*» 

ftth^A*#* (0. 5mL) a«-ClB»B«»Lfco^»«*i| 
*Lfcf&, l^»$*7A^n7f^77-f- (f4fl±lCAPC E L 
L PAK UG120 ODS, 5 M m, 1 2 0 A, 2 OXSOmm, »»3 
OmL/^-T^-^xn, */7*]^M;;v=9 0/l 0-10/9 
0) -CfflNKLTSISBft** (7mg) fcfrfc, 

[0 17 1] 
iH-NMR (CD 3 OD) J ppm; 

1.05-1.2 (6H, m), 2.8-2.95 (1H, m), 3.05-3.15 (2H, m), 3.25-3.45 (4H, m) 
. 3.6-3.9 (4H, m), 5.0-5.15 (1H, m), 6.15-6.35 (1H, m), 6.48 (1H, d, J=l 
5.6Hz), 7.1-7.2 (2H, m), 7.2-7.3 (2H, m) 
[0 17 2] 
7 

3- (^-D-^aUww^) -4- C (4- | (IE) -2- [2 

(tKD^fA,) -1- ^frUM^i, 



tfJIE#2 003-3075093 



2002-321729 ^ ^- v : 73/ 

3- (2, 3, 4, 6-f h^-O-T-tf-^-^-D-^nlf^/y 
-4- ( |4- C (IE) -3-*my^-l-x^v) y 
-5 ->f v^n^- i H- V-;K7>-ft^ i) }:3 - (2, 
3, 4, 6 -x h ^-0-T-fe^;v-/?-D-^;vrrfc°^y y^t^y) -4- 
( U- C (IE) -2-*;v^y^;v) 7.x^;W **f-)V) 

o 

[0 17 3] 

!h-nmr (cd 3 od) a ppm: 

1.05-1.2 (6H, m), 1.3 (3H, s), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6 
-3.9 (8H, m), 5.05-5.15 (1H, m), 6.64 (1H, d, J=15.9Hz), 7.2-7.3 (2H, m) 
, 7.4-7.5 (3H, m) 
[0174] 

mmm 2 8 

3- (0-D-*OU3lf?v' v;l/**v) -4- [ (4- I (IE) -2- [2 

f 7x-;v) — 5 — y tf i h — fcf 9 V— ;v 

^fcTV^-^AOftfrfHCM;* (tKn^y^fjv) r*y^*>. 3- 
(2, 3, 4, 6 - f h 7 - O - 7 -bf - D - t° 7 / y ;vt + y) 

-4- ( {4- C (IE) -3 -*Wy7*nA- 1 -.x^;i,] 7x-;l/| y. 

^;V) -5-<yrne^-lH-fcr7y-^Oft*>0J=3- (2, 3, 4, 6 

-th^-O-TW-^-D-^ne^y^^t^y) -4- ( |4- C 
(IE) - 2 -#;wi^vfcf-;i0 y ^=.)V\ -5 — fy^o^-i 

[0 17 5] 

!h-nmr (CD3OD) a ppm: 

1.05-1.2 (6H, m), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.67 (1H, dd, J= 
12.1Hz, 5.3Hz), 3.7-3.9 (9H, m), 5.05-5.15 (1H, m), 6.69 (1H, d, J=15.7H 
z), 7.24 (2H, d, J=8.3Hz), 7.45 (2H, d, J=8.3Hz), 7.48 (1H, d, J=15.7Hz) 



ffiSE# 2003-3075093 



2002-321729 ^ 

[0 17 6] 

mm 2 9 

4- [ (4- | (IE) -2- Cl i - 

~» - 5 ->f v y°u \£)V- l H - fcf 9 y*-;i/ 
ftffcT oft l:2-T^/-2-^Wn^>7 =• h% 3- 

(2, 3, 4, 6-Th7-0-TW-^-D-^>3e7;yW^y) 
-4- ( |4- C (IE) - 3 - * Wy/'n/N- l -x- ;v) 7 x -;v| y. 
^;i/) -5-<f vrntr^-lH-e9V-^Oft*>0Jw3- (2, 3, 4, 6 
-7- h 7 - O - ;V - - D - f 7 7 y + y) -4- ( {4- ( 

(IE) -2-#;V;K*vtf-;iO 7.x^;v} y^;l-) — 5 — y -7*0 \£)V— 1 

H-k'7'/-;Hffl^Tlii2 6 fcra*o^-c*ia^^*#^ 0 

[0 17 7] 

!h-nmr (CD3OD) a p P m: 

1.05-1.15 (6H, m), 1.52 (6H, s), 2.85-2.95 (1H, m), 3.25-3.45 (4H. m), 3 
.67 (1H, dd, J=11.9Hz, 5.1Hz), 3.7-3.9 (3H, m), 5.0-5.15 (1H, m), 6.6 (l 
H, d, J=15.8Hz), 7.24 (2H, d, J=8.4Hz), 7.4-7.5 (3H, m) 

[0 17 8] 
*Jfcfll3 0 

3- (^-D-^nfyyy^t^ry) -4- [ (4- |3 - Cl- (2-fc 

I 7x^;v) -5-4 vzfuHju- 1 H-e^v*-^ 

2- (^>v;v^^v-*;ix^-^r ^ y) -2 -y^^-7°nn 0 ^>^ (0. 5 
g) ©M^fl/> (5mL) i-x.^^-3- ( 3 -^^^ )V7 ^ y 

7u\£)V) *H^U'SiJS (0. 6 1g), l-tKD^W/hvj 
(0. 4 3 g) , yai^y-^ (1 . x 6 g) ^j,,^ 



mtiE# 2003-3075093 



^#12 0 0 2 -3 2 1 7 2 9 ^ 

fcfc. 10%^7y^^ft* (o. lOg) ^JD£, **3MMC7\ a? 
4B#m«#L;fc 0 U »*0»«**BET9*LT, 2- (2-T 

5y-2-^Wnt't-;i/7^) (0. 10 5 g) *#fco 3 

- (2, 3, 4, 6-f h7-0-7'tf^- j 8-D-^ae7yy;l/t^y 
) -4- ( |4- C (1 E) -3-*Wy7*D^-i-x^] 7x-^j 

-5-^V7°nt:>-iH-t'77-;V (70mg) ON, N-V**- 
/M*/UAT$ K (0. 5mL) jfffcfc 1 -xf;v- 3 - (3-^f;v7^y 
u\d)V) S KttHfctt (32mg) , 1 - Fn + y^>y*f 1; 7 y- 

^ (23mg) „ 2- (2-7^-2-^f;V7 , nt?t-;V7^) 3-9 J - 

*> (0. 105 g) muT—mmwLfzo ******* Lfcfc, **c 

5mo l/L*SMfc«?-HJ*A;fc»* (0. 2 5mL) £#0;l> liatlffiS 
#L7t 0 K^^Cfttt (0. 0 9mL) fcifllAfc^ tK (lmL) T»#^L 
7^0 &** L *ifc£3!£*H$5^:fr 7A^n7h^77-f- (^£^*± 

SCAPCELL PAK UG120 ODS, 5^L, 1 2 0 A, 20X5 

0 mm, 0mL/^'J-77*7^vx>f, 7K/^ 9 J — ;v= 9 0 / 1 0 
-10/9 0) till, 3- (/y-D-^niiyyy^t^y) -4- (4 

- 13- [1- (2-tKnipyxf;l/*^^;i / ) _ x _ ^ ^.^^^ ^ 
/t^-f;i/) y*n/<?- 1 -jc- ;v} 7z-^) j*?-^) - 5 y y°n 1 h 

- tf -7 y- ;v (l4mg) £#£ 0 ztiZ*? (0. 5mL) fc*#U 

1 0 % / < 9 v * A ( 7 m g ) £ m x. . 7K^#H^T> gi&T? 2 B# r^ti# 
L£ 0 ^i»£M*U *fcO*&£*ffiT®*LT«IBtt'g'i» (1 lmg) £ 

[0 17 9] 

iH-NMR (CD3OD) Sppm: 

1.05-1.2 (6H, a). 1.42 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.6Hz), 
2.58 (2H, t, J=7.6Hz), 2.85-2.95 (1H, m), 3.25-3.45 (6H, m), 3.56 (2H, 
t, J=5.8Hz), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 18 0] 

mm 3 1 



£BiE#2 003-3075093 



#M 2002-321729 ^—-J ; 76/ 



4- C (4- |3- C 1 —fDW^J )\</^<i )V- 1 - jr. 

^-;i/^;w-?^e^;v] -fu\£)V\ 7x-;v) -3- (0 -D-^n tf^ 

[0 18 1] 

1H-NMR (CD 3 OD) Sppml 

1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.22 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.7Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (6H 
, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 18 2] 

3- (2, 3, 4, >bf^y v;v^- 

^v) - 4 - [ (4 -fu^-y^ — jv) — 5 — V ~?xi tf;i^— l H — kf 

[0 18 3] 

iH-NMR (CDC 1 3) Sppml 

1.17 (6H, d, J=7.3Hz), 1.88 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.17 (3 
H, s), 2.8-2.95 (1H, m), 3.59 (1H, d, J=16.0Hz), 3.66 (1H, d, J-16.0Hz), 
4.05-4.25 (3H, m), 5.1 (1H, dd, J=10.4Hz, 3.5Hz), 5.35-5.45 (2H, m), 5. 
57 (1H, d, J=8.2Hz), 6.95-7.05 (2H, m), 7.3-7.4 (2H, m) 

[0 18 4] 
##$17 

3- (2, 3, 4, 6-f f9-0-7*f-^-j9-D-5!r9^Mf9/'>^* 
-4- ( |4- [ (IE) -3-*Wy^-l-x^] 7x- 
>W *^-)\<) -5 — fv/ntf;i/- 1 H-bf^V*-^ 

3- (2, 3, 4, 6-ff7-0-7-fef;V-j9-D-^3t°7/y^t 



ttifiE# 2003-3075093 



2002-321729 ^ ^- v : 77/ 

-4- [ (4-rDt7x^;v) ^f-)V^ - 5 --f yynfjV- l H-fc? 
7V^;l/coftt>i9 IC3 - (2, 3, 4, 6-tF "7 — O — T-fe^^— p — T) — if 
7? htf^y v^^rv) -4- C (4-7n^7x^;i/) y^;iO -5--fv 

o 

[0 18 5] 

!H-NMR (CDC 1 3) 5ppm: 

1.1-1.2 (6H, m), 1.83 (3H, s), 1.99 (3H f s), 2.00 (3H, s), 2.17 (3H, s), 
2.8-2.95 (1H, m), 3.26 (2H, d, J=6.9Hz), 3.6 (1H, d, J=16.2Hz), 3.69 (1 

H, d, J=16.2Hz), 4.05-4.3 (3H, m), 5.1 (1H, dd, J=10. 1Hz, 3.5Hz), 5.3-5. 
5 (3H, m), 6.2-6.3 (1H, m), 6.45 (1H, d, J=15.9Hz), 7.0-7.1 (2H, m), 7.2 
-7.3 (2H, m), 10.0-12.0 (1H, br) 

[0 18 6] 

mmm3 2 

3- (^-D-^^Mi^yy^t^y) -4- [ (4- |3- [2-kKa 
*v-l- (\LYu*ci/ *^-)V) - l- (y^-;v) Ji^;V*;i//^-f;i/] y"u\d 
M 7x^) - 5 - 'f y yn if i h - t c 7 7-;> 

3- (2, 3, 4, 6 -t V ^-O-T-b^^-^-D-^^l/rr tf^y 
4rv) -4- ( {4- [ (IE) -3 -*my/n;<- 1 7x^ 
;H -5-^yynn°;i/-i H-tf9v*-;K7)ft^^H3- (2, 3, 

4, 6 -x h ^-O-T-b^^-^-D-*'^^ h^yy y^^ry) -4- ( 
U - C (IE) - 3 - ^^^y^n/N- i -x^;i/) 7x^M y^;i/) - 
5 - -f v 7°n - i h - tf 7 v*- ;v £ JB v\ ^Jy^7 5 KflMfcttoffc 0 &c 
2 -T 3 y- 2 -y 1 , 3 -^^^-/Ufc/Hv^TlUftfll 1 h.mk<T) 

[0 18 7] 

iH-NMR (CD 3 OD) a p pm ! 

I. 1-1.15 (6H, m), 1.22 (3H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.4Hz), 
2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.52 (1H. dd, J=9.8Hz, 3.6Hz) 
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, 3.55-3.8 (10H, m), 3.85-3.9 (1H, m), 5.05-5.1 (1H, m), 7.0-7.15 (4H, m 
) 

[0 18 8] 

mmm 3 3 

4- [ (4- |3- C 1 -ftjw^j jv- 1 - x-*f-)\,U)V>^4 )V} 
•ztuMM 7x-^) -3- (p-V-lf?? Y\£*7/ y;^^y) - 
5 — f v -7°n 1 H - e 9 V- )V 

3- (2, 3, 4, 6-r- h 7-0-T*?-)l>- p -D-Jffr^^J S v;V* 
-4- ( |4- [ (IE) -3-*Wyyn^- l -x-^ -7^x. 
-5-<i V?u\S)\,- m-\s<7*S-)],<7>ftt>t)\,Z3- (2, 3, 
4, 6-f h7-0-7W-^-D-#7^Mi7yy;vt^y) -4- ( 
|4- [ (IE) -Z-iJ)V^^-fu^- 1 -jc-;!/) - 

5- ^V7"nt>-lH-e77*-;l/^V\ ^*'Jy>75 ram*l?>ft:b 0^ 

[0 18 9] 

iH-NMR (CD 3 OD) ^ppm: 

1.1-1.15 (6H, m), 1.44 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.6Hz), 

2.57 (2H, t, J=7.6Hz), 2.85-2.95 (1H, m), 3.52 (1H, dd, J=9.7Hz, 3.4Hz) 

, 3.55-3.65 (1H, m), 3.65-3.8 (5H, m), 3.85-3.9 (1H, m), 5.0-5.1 (1H, m) 
, 7.0-7.15 (4H, m) 
[0 19 0] 

mmm 3 4 

4- ( |4- [3- (2-7^/xf;^;i/77 ; e^^) 7*0^] 7x-;i/| 

-3- dS-D-^nt^yy^t^ry) - 5 -4 77 , n l H 

-e7 7*-;v 

7';^;W^>Hfb'J-7A (2. 0g) (10. 4mL) & 

MzmmT%£Ltzo mbiritznmzmTkT-YyKVuy^y domD Km 
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(1 OmL) IzmffiLtz^ JSI^iETSSUT'J^^^^ny K ( 
1. 2 6 g) &#7c 0 N-^>^*^y*;p5K-;V- 1 , 2 - y*7 5yx^> 
MSffi (0. 8 2g) , hijxwr/ (0. 6 3g) (OM^fV> (5m 

D jgffiifc^ 7V^;^-;^ni;K (o. 2 5 g) fc^fi-cinx^ — H&)f 

7'J^^*>7 5K (8 2mg) £ *l£ T-fe h - h V ;u 

(0. 2 5mL) £$§j!SU 3- (2, 3, 4, 6-f F5-0-7-bf A'-jS 
-D-^;Vnt?^y y;Vt^ry) -4- [ (4-^^7x^1/1 -5 
->fy^De^-lH-^9V-A' (7 0mg) „ h'Jxf;V7^> ( 5 7 m g 
) > I^yyyA (I I) (3mg) jsitfMJ* (2-^f^7x^) * 

x7o (7m g ) fcinx., as*T\ -mmffi.Ltzo mm^m±r^\^tz^ 

Wat*** S-fr (0. 5raL) izmmLfco :*5mo l/LXmfcl- 
(0. 2 5mL) £ in 1 B#f«# Lfco ^Y»£i§* L 

II^Wl^yA^nYhT-yy-f- (f^fttlCAPCELL 
PAK UG120 ODS, 5 M L, 1 2 0 A, 2 0 X 5 0mm, Sl3 0m 
L /6f V-7^7-yx> h, tK/^ */-;V=9 0/10-1 0/9 0) "C*f 
1LT4- ( {4- [3 - (2 -^yy>t + y*JV^-;V7^xf ;^;V7 
t^a-) -fur*— 1 7x-jv| -3- (/? -D-^a tf 

77yW^y) -5-^V7°ntf^-lH-t°7V-^ (14mg) *f§fc 0 
.rtilr^y-A (0. 5mL) K^ML, 10%^7y7A»* (5mg 

^m&r^Lxmtm^-m domg) 

[0 19 1] 

iH-NMR (CD 3 OD) ^ppml 

1.1-1.2 (6H, m), 2.0-2.1 (2H, m), 2.65-2.75 (4H, m), 2.85-2.95 (1H, m), 
2.95-3.05 (4H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 
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7.05-7.2 (4H, m) 
[0 19 2] 

mMm 3 5 

4- C (4- 13- [ 1 -#;W\*^ ;i— l - xf;vx;l/7 r ^4 )V 

] -fuidfr] y^^jv) - 3- (^-D-^ntf^/y^^y) - 

5 ->f V7°n kf;v- l H — \£y V— ;u 
2 -75 y - 2 - ^f^7D vf^->^^>v;i/^^x;vp - 

Rtt (3. 9g), h'jxwr/ (2. 7g) (15mL) 
JKffiifc^ 7V^^-;^n'JK (0. 7 5 g) Sr^T'iPi., — Hfc^L 

Kth'J^A-CfeJIL/So V#S^«JET@*LT, N- Cl-^>^^^v* 
;V^;V-l- je.-^;1/] 7'J^^*^75K (0. 4 8 g) £?#/z 

o 3- (2, 3, 4, 6-f h^-O-TW-iS-D-^nk^y.y^t 
-4- [ (4-7*n^7x-;i/) ^/i/} - 5 ->f v7n \*)V- 1 H- tf 
5'/-^ (0. 4 0 g) , N— (l-^>y>i + y*;l/^;v-i- 
) 7'J^;V*V7 5 K (0. 4 8 g) (lmL) & 

ifcfc. ftj Xf ;v 7 ^ ( 0i 3 2g),S^5^A (II) (I4mg) 
. YVX (2-^f;V7x-;V) **7<f> (3 9mg) SriJDx., »3feT\ — Ife 
SiSELfco &&£aSJET®*L;fc^ ^y'J*y;^7A^n7>^7-f 
- (?§m?#g£ : n -^-^/gfcm^;v= 1 / 1 ~I^^c^;v) tillt 3 
-(2, 3, 4, 6-rf9-0-7-bf-;V- j 8-D-^3t a 7yy^t + y 
) -4- [ (4- |3- ( 1 -^yyjVt^y*^^-^- 1 - x.f- 

;V-lH-tT^y-;v (0. llg) £#fc 0 £*L&;**y-;i/ (lmL) Kfc 
flSU 10%^7V9A^* (5 0mg) =S:Jnx, 7KH#B^CT\ mMrQ2 
nmWfrLtZo 5p»%«:**U »«<3&&*«EET#*L-*\ 3- (2, 3, 
4, 6 -x h ^-O-T-fe^^-^-D-^^rrtf^y y^t^y) -4- C ( 
4- |3- [ 1 -*;^y- 1 - jn.^;!/^;^^ r -=6>f /l0 7°n fcf ;v 
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( 7i-^) t^Jls} -5--f V/D^-lH-e7V-;V (9 5mg) 
7to 3- (2, 3, 4, 6-f b7-0-7W-|3-D-7;i/3H'7/yiV 
t^y) -4- C (4- |3- [1 1 - jc^;i/x;i/-7 

T*4)i>) 7*nt:;H 7x;;l/) — 5 — ^ V "7°n — l H — fc? 9 V— 

;V (5 0mg) ON, N-y7fWA7 5F (0. 5mL) ?ff£&C 1 -i^- 
;V- 3 - ( 3 - v < 7 "7°n t: ;v) # ^ Ki£m& ( 1 9 m g ) , 

l-HKn^y/oypjT^ (13mg) £2jnx-, T >^~T£&J 2 
®mt7to ^t?-Bfeti^L^o ^*»&it*L7^ gIC5mo \/Lim. 
ik1-W7&*mWL (0. 2 5mL) ZMz., ^St? 1 B#^ti#L/io RlSiS^ 
ftCII (0. 0 9mL) *tUz_fz^ ?X (lmL) TifrfRLfco 
L7tm, je»S:3tffl^* 7 A^D7F/77^ (fifttlC APCELL 
PAK UG120 ODS, 5/uL, 1 2 0 A, 2 0 X 5 0 mm, MM 3 0 
mL/^J-7^7-yx>K tK/^ * J -JU= 9 0 / 1 0 ~ 1 0 / 9 0 ) "C 

wk\M^c^m (i4m g ) 

[0 19 3] 

1H-NMR (CD 3 0D) Sppml 

1.05-1.2 (6H, m), 1.43 (6H, s), 2.0-2.15 (2H, m), 2.7 (2H, t, J=7.4Hz), 
2.8-2.95 (1H, m), 2.95-3.1 (2H, m), 3.25-3.45 (4H, m), 3.6-3.9 (4H, m), 
5.0-5.15 (1H, m), 7.05-7.2 (4H, m) 

[0 19 4] 
##M8 

HKn^yHA'J^i (3g) &£Xf&m*WA (3. 9 g) ON, N-v 
^f;V^;VA7 5 K (2 5mL) Iili:^>y;vyn5 K (2. 9mL) ££P 

fco 2 EIi5fei§M£. ^fll»^^->^A^fa!ftL«BET#»«rS* 

Lxm&fl&m (4. 7g) 

[0 19 5] 
iH-NMR (CDC 1 3) tfppm: 



ffifiE# 2003-3075093 



2002-321729 ^ ^- v ! 82/ 

1.22 (6H, s), 2.33 (1H, t, J=6.7Hz), 3.58 (2H, d, J=6.7Hz), 5.15 (2H, s) 
, 7.3-7.4 (5H, m) 
[0 19 6] 

##$J 9 

4- (2 -^>y;l/i^y*j^'^;v- 2 - ^Wn^y) ^>X7;Vft 
K 

4-tKn^>X7;VftK (2. 7 g) „ tKn^y^r/i^>y 
;v (4. 7 g) £ iyfh »; 71- ^ > (6. 4 g) 0rF7tFn77 

> (2 2mL) |$C7^*iV**>^yxfjv ( 4 0 % h ^ijfc, 1 1 m 

>/wwl^i-^=6/ i~~4/i) x-mmLTmmit&w (o. 97 g ) zmz 

o 

[0 19 7] 

1H-NMR (CDC 1 3 ) d p pm I 

1.36 (6H, s), 4.07 (2H, s), 5.15 (2H, s), 6.9-7.0 (2H, m), 7.2-7.35 (5H, 
m), 7.75-7.85 (2H, m), 9.89 (1H, s) 
[0 19 8] 
1 0 

C4- (2 -^>y>t^y*;Wf^;v- 2 - * 1~)]/7°u tf*^) y * 

4- (2 -^>v;i^^-^r->^;i/^^;v- 2 - ^ ^;i/7°n v) ^7X7JVf 
F (0. 9 7 g) Ofh7fcKn77> (2 OmL) mm^mik*vm*r h 
'J^A (5 9mg) £#0;^ ^^3B#F^f#L£o ££J&m^£0. 5mo 1 

■eM^gfe^. itTjc^v ~> ? a Tfg^ Lfl£EET}« L/io ^ £ £ v 
/1-3/2) TJMWLraifB'fb'fr* (0. 9 5g) 
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[0 19 9] 

1H-NMR (CDC 1 3 ) 5 p pm : 

1.34 (6H, s), 1.51 (1H, t, J=5.9Hz), 3.99 (2H, s), 4.62 (2H, d, J=5.9Hz) 
, 5.15 (2H, s), 6.8-6.9 (2H, m), 7.25-7.35 (2H, m) 

[0 2 0 0] 
##0D 1 1 

4- { [4- (2 -^>^t^y*^^^- 2-^^-)V-/u^^ri/) ~7 
;v] -l, 2 - y t Kn - 5 - -^ v/n 3 H - 1; 7 v-^- 3 - 

C4- (2 -^>y>t^rV*JV*'-JV- 2 - ^f^yn^y) 

(0. 9 5 g) <Dt- Y 7t Kn7 7 > (8mL) ^^UtR^T 
f;V75> (0. 4 8mL) ^i^^VX^-HnVK (0. 2 6mL) 

zmz.immmm$t, ^mm^m^Ltzo %hn.tz^=y^m C4- (2-^>^ 

;v^-^v77;u^— 2 -^f;V7°n^y) 7x^;v] ^fjKDfl>7tKn 
7 7 7X^b7^ h ^ *7A (6 0%, 13 9mg) ^^^4-^^-3 

yflixf-A- (0. 5 2 g) F7HKC77> (1 5mL) 
J-flDx-, 1 5B#r»^»tLL7t:o HKMClmo 1 /LmM£3JDx.> 

zm.E.T'g&Lfzo mm*)*.? y-fr domD mmz*: v^vyi^mm ( 

0. 1 6mL) Srtinx.. B ®mftLtz 0 Kfcm.&m*mj±TiikML, m 

;v=30/i-20/i) -effl^Lmie-fb^ (o. 2 5 g ) £#£ 0 

[0 2 0 1] 

1H-NMR (CDC I3) 5ppm: 

1.15 (6H, d, J=6.9Hz), 1.32 (6H, s), 2.85-2.95 (1H, m), 3.66 (2H, s), 3. 
94 (2H, s), 5.13 (2H, s), 6.7-6.8 (2H, m), 7.05-7.15 (2H, m), 7.2-7.35 ( 
5H, m) 

[0 2 0 2] 

##M 1 2 
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3- (2, 3, 4, e-f-h^-O-T-fe^^-^-D-^^ntf^y 

v) -4- | [4- (2 -^>y>t^y*;l/^;v- 2 - ^f;vyn^y) 

4- 1 [4- ( 2 y y y * ;l/,f 2 - > f ;i//n ,f ^ v ) 7^ 
jt^M -1, 2-i^fc Kn - 5 - 7 -/n tf^- 3 H - ^ 7 3 
(0. 2 5 g) > 7^f7n^- fl -D-^^ (0. 4 8 g) 
^>y>b'J (n-rf-;W 7>^-)A^Dn* (0. 1 8 g) <Dmit*?- 
U> (5mL) »5mo 1 /L7K®tfb7" \ V -7 AtK^ (0. 3 5mL) £ 

nvh^?^- (^tbv#^: n-^*^>-/ra^?-;v== 1/1 ~ 1/3) -e 

ffl^LT^|3<i:^ (0. 2 8g) Zntzo 

[0 2 0 3] 
iH-NMR (CDC 1 3 ) 8 p pm : 

1.16 (6H, d, J=7.1Hz), 1.32 (6H, s), 1.86 (3H, s), 2.01 (3H, s), 2.03 (3 
H, s), 2.06 (3H, s), 2.85-2.95 (1H, m), 3.56 (1H, d, J=16.0Hz), 3.62 (1H 
, d, J=16.0Hz), 3.8-3.9 (1H, m), 3.92 (1H, d, J=8.7Hz), 3.94 (1H, d, J=8 
.7Hz), 4.15 (1H, dd, J=12.5Hz, 2.4Hz), 4.31 (1H, dd, J=12.5Hz, 4.2Hz), 5 
.13 (2H, s), 5.15-5.3 (3H, m), 5.55-5.65 (1H, m), 6.7-6.75 (2H, m), 6.95 
-7.05 (2H, m), 7.25-7.35 (5H, m) 

[0 2 0 4] 

1 3 

3- (2, 3, 4, 6 -T- h ^-0-T-fe^-/?-D-;5OVrrfc:^y 1/*/** 
v) -4- | [4- (2 - *Wy - 2 - *7-)Vy°u 7x-;V] **f- 

M -5--f vfu\d)V- i H-e^V-;v 

3- (2, 3, 4, 6-fh7-0-7-bf^-/?-D-^;i/3t B 77y^t 
*v) -4- I [4- (2 -^>y>t + y*;l"f-;i/- 2 -^fjvya^y 
) 7x-;k) *?-/H -S-^y^n^-lH-t^y*-^ (0. 2 8 g) & 
(6mL) izmML, \ Q%^VuAJkm^ (5 4mg) ^inx. 
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■t-^ClttcJ: 0«IB^i» (0. 2 5g) *%tz 0 

[0 2 0 5] 
1H-NMR (CDC 1 3) £ppm: 

1.16 (6H, d, J=6.7Hz), 1.33 (6H, s), 1.88 (3H, s), 2.01 (3H, s), 2.03 (3 

H, s), 2.05 (3H, s), 2.85-3.0 (1H, m), 3.54 (1H, d, J=15.8Hz), 3.6 (1H, 
d, J=15.8Hz), 3.8-3.9 (1H, m), 3.91 (1H, d, J=8.8Hz), 3.93 (1H, d, J=8.8 
Hz), 4.15 (1H, dd, J=12.5Hz, 2.0Hz), 4.32 (1H, dd, J=12.5H, 4.0Hz), 5.15 
-5.3 (3H, m), 5.4-5.45 (1H, m), 6.7-6.8 (2H, m), 6.95-7.05 (2H, m) 

[0 2 0 61 

mmm 3 6 

3- (2, 3, 4, 6-fh7-0-7'fef^-^-D-^3t?9yv';V*^ 
v) -4 - [ (4- |2 - C (S) -1- (#;Wt^;i/) JL^frJj 4 )V 

J - 2 -^^;V7°n^ 0 ^rv| 7x-^) - 5 ->f vyn 1 H- 1? 

3- (2, 3, 4, 6 - f h 7 - o - j9 - D - 3 1?7 / 1 

^fy) -4- I C4- (2 2-^f^7'n^v') 7x^^] ^ 

1 H-tf7V*-;V (0. 1 3 g) ON, N-2»f- 
;i/W7U* (2mL) ilii:L-77->75KMil (4 6mg) „ h U 
^•f-;VT^> (0. 0 8mL) , l-tKo^fy^WW/-^ (3 8mg 
) $3£ZFl 3 - (3-S>*f-^7$ y -7 0 ntf;v) fc^sKSM 5 K % 

aKtt (0. 1 1 g) ^sdx.. ^zar—Bfem^Lfco Rjcsa^***^^^ m 

o ^y'J*W7A^a7f^7^- (vtm^#v : mktf-vzs/ * 9 
;-^=20/l-10/l) •efflMLT^IMk^ (0. 1 4 g) £t#£ 0 

[0 2 0 7] 
iH-NMR (CDC 1 3) Sppm: 

I. 1-1.2 (6H, m), 1.29 (3H, s), 1.32 (3H, s), 1.38 (3H, d, J=7.5Hz), 1.89 
(3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s), 2.85-2.95 (1H, m), 3 
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.57 (1H, d, J=16.0Hz), 3.62 (1H, d, J=16.0Hz), 3.8-3.9 (2H, m), 3.94 (1H 
, d, J=9.1Hz), 4.14 (1H, dd, J=12.5Hz, 2.4Hz), 4.3 (1H, dd, J=12.5Hz, 4. 
1Hz), 4.4-4.55 (1H, m), 5.15-5.4 (4H, m), 5.58 (1H, d, J=8Hz), 6.2-6.35 
(1H, br), 6.67 (1H, d, J=7.3Hz), 6.7-6.8 (2H, m), 7.0-7.1 (2H, m) 
[0 2 0 8] 

nmw 3 7 

3- (2, 3, 4, 6 —r Y^-O-Tizl-fr- p--D-y)Vn\£y j 
v) —4 — C (4— {2 — (2-tKn^y-l, l- (v^^;v) 
/t-t'f/iO - 2 - *^-)V~7utf*i/\ 7x-;H ;*^;i0 - 5 --f v 7"n t°;v- 
1 H-tf7V-Jl/ 

-^^fflv^T^»j3 6 tn^^m-emtzit^^mzo 

[0 2 0 9] 

1H-NMR (CD3OD) Sppm! 

1.1-1.2 (6H, m), 1.25 (6H, s), 1.27 (6H, s), 1.89 (3H, s), 1.97 (3H, s), 
2.01 (3H, s), 2.02 (3H, s), 2.85-3.0 (1H, m), 3.5 (2H, s), 3.6 (2H, s), 
3.89 (2H, s), 3.9-4.0 (1H, m), 4.11 (1H, dd, J=12.3Hz, 2.2Hz), 4.3 (1H, 
dd, J=12.3Hz, 4.0Hz), 5.05-5.15 (2H, m), 5.25-5.35 (1H, m), 5.48 (1H, d 

, J=7.9Hz), 6.75-6.9 (3H, m), 7.0-7.1 (2H, m) 
[0 2 10] 

HJ&M3 8 

3- (2, 3, 4, 6-rh7-0-7^f;V-^-D-^>3t: o 7y->^t ; lf- 
v) -4- C (4- 12- C 1 -*)W**4 )V- l - 3-<f-)Vij)V/^ 
<i fr] -2-^Wn*^y| yjL—)U) - 5 —4 V -7°n kf;v- 1 h 

L-77->75 Ktft<7)^^:2-75y-2-^f;i'rntft>75 
K*fflv>T^»J3 6 ^iwnt^^-e^wfi'fb^^^^o 

[0 2 11] 

!H-NMR (CD3OD) tfppm! 
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1.1-1.2 (6H, m), 1.27 (6H, s), 1.49 (6H, s), 1.89 (3H, s), 1.97 (3H, s), 
2.01 (3H, s), 2.02 (3H, s), 2.85-3.0 (1H, m), 3.6 (2H, s), 3.9-4.0 (3H, 
m), 4.11 (1H, dd, J=12.3Hz, 2.4Hz), 4.3 (1H, dd, J=12.3Hz, 4.0Hz), 5.05 

-5.15 (2H, m), 5.25-5.35 (1H, m), 5.48 (1H, d, J=8.4Hz), 6.75-6.85 (2H, 

m), 7.0-7.1 (2H, m) 
[0 2 12] 

%Wft 3 9 

4 - C (4- |2 - C (S) -1- (*;W^^T;V) )V\ -2 
-^f;vyn,f^->| 7x^) -3- (^-D-^Vnt^/y^t 
*v) -5->f vynt>- i H-fc?9V-;v 

3- (2, 3, 4, 6-ff7-0-7W-^-D-^V3li'7/y;Vt 
^y) -4- C (4- |2- C (S) -1- (*;w^^f;v) xf;^jv;^^ 
;v] - 2 - ^f;i/7'n,f^y| 7i-)V) — 5 — ^ V *7°n \£)V— l H — 

t°7V*-JV (0. 1 4 g) <D*?J-)\s (4mL) f 'J ^ A ^ h K 

(2 8%^^y-i«, 0. 0 4mL) *JD;U 1 B# I«#L£ 0 

■emgk'f&ztizz tm&ik&b (9 4m g ) 

[0 2 13] 

iH-NMR (CD3OD) 5ppm: 

1.05-1.15 (6H, m), 1.29 (3H, s), 1.3 (3H, s), 1.35 (3H, d, J=7.5Hz), 2.8 
-2.95 (1H, m), 3.25-3.45 (4H, m), 3.6-3.8 (3H, m), 3.8-3.9 (1H, m), 3.94 
(2H, s), 4.3-4.45 (1H, m), 5.0-5.1 (1H, m), 6.75-6.85 (2H, m), 7.05-7.1 

5 (2H, m) 

[0 2 14] 
&HtM 4 0 

3- (jS-D-^I/nif^yV^t + y) -4- [ (4- |2 - 

->-l, 1- X.*f-)VU)V/^4 ;v] -2 - t^-JVfU-tf^-y] 7i 

-AO ^;i<0 - 5-4 vfu\L)v- 1 H-e^V-^ 

3- (2, 3, 4, 6-f h^-O-T-bfA'-jj-D-W^yy/l't 
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-4 - C (4- |2 - C (S) -1- ;w^^f 
;v] - 2 -pt^yn^vl Ti^;!/) - 5 — f v tT;v- l H- 

fc?7y**-;VOftfrlJ K3- (2, 3, 4, 6-7" b7-0-7-bf;V-^-D- 
^3tf7;y;Vt^y) -4- C (4- |2- (2-tKn^y-l, 1- ( 
?**f-)V) xf;^;i/;^^;v] - 2 - jrf *f-)V~fu *° * v| 7x^;V) 

[0 2 15] 

iH-NMR (CD 3 OD) ippm: 

1.05-1.15 (6H, m), 1.25 (6H, s), 1.27 (6H, s), 2.8-2.95 (1H, m), 3.25-3. 
45 (4H, m), 3.5 (2H, s), 3.6-3.7 (2H, m), 3.74 (1H, d, J=16.0Hz), 3.8-3. 
95 (3H, m), 5.0-5.15 (1H, m), 6.75-6.9 (2H, m), 7.05-7.15 (2H, m) 
[0 2 16] 

$mmA 1 

4- C (4- |2- C 1 )V- 1 - ^)Vjj)Vj^<i ;]/] 

- 2 -^f-;i^tt^v| 7x^;i/) -3- -D-^>n tf^ y -> 

)VJr* v) - 5 - y y°n t?;v- 1 h - 1??'/- ;v 

3- (2, 3, 4, 6 - f h 7 - O - 7«bf ^- /? - D-^;i/3 t?9 / y 
-4 - [ (4- |2- C (S) -1- (a/u/^E-f/i') -x^/nfr/wt-t^ 
- 2 - ^f^yn^yj yx.=.ju) y^;v] — 5 — -f y y"n 1 H — 

e^y-;i/Oft^DH3- (2, 3, 4, 6 -T- h ^-0-T-fe^;V-^-D- 
^V^t^/y^t^y) -4- [ (4- |2- C 1 -#;w^>f )V- 1 - 

- 2 - ^ f;^n v| y^-;v) -5 
->f y y°n tf;u- 1 h - fcf 7 y*-;v£fflv>T|i||&$| 3 9 i: H&^&'elKSB'ft'g- 

[0 2 17] 

iH-NMR (CD3OD) 5ppm: 

1.05-1.15 (6H, m), 1.27 (6H, s), 1.49 (6H, s), 2.8-2.95 (1H, m), 3.25-3. 
45 (4H, m), 3.6-3.8 (3H, m), 3.8-3.9 (1H, m), 3.93 (2H, s), 5.0-5.1 (1H, 
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m), 6.75-6.85 (2H, m), 7.05-7.15 (2H, m) 
[0 2 18] 

mmm 4 2 . 

3- (yff-D-^OVrrfcf^y y;vt^ry) -4- | [4- (3- | 1 - 

(tFn^y^f;!.) J.^;u3&;wf^>r /U] -1- (^^^) -x 
^i^w?^ ;v} ^nk» 7x-;v] ^^;v[ - 5 -4 vfu kf;v- l H- 

2 -r ^ y^^y-;K7)ftt»«9 K2 -75 y- 1, 3-^n/N°>v^--;v^ffl 
v^TH»J3 0 t|S|^^T^fB>ffc^^#7to 

[0 2 19] 
iH-NMR (CD 3 0D) Jppm: 

1.05-1.2 (6H, m), 1.43 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.5-3.95 ( 
9H, m), 5.0-5.15 (1H, m), 7.0-7.2 (4H, m) 
[0 2 2 0] 

mnm 4 3 

3- (/?-D-^3lf7yy;Vt^y) -4- | [4- (3- |l - [2-fc 
Kn^v-i, l-kf* (tKn^y^;v) .x?-;v#;w^^ -1- 

- 1 H-lf^V'-^ 

ffl^TH»!l3 0 i:|W|#0^&T^ffi>fb^^#^o 

[0 2 2 1] 
iH-NMR (CD 3 0D) Jppm: 

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.5Hz), 2.85-3.0 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (10 
H, m), 5.0-5.15 (1H, m), 7.0-7.2 (4H, m) 
[0 2 2 2] 
1 4 
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4-^n^e-2-p<^;V^S#^ (lOg) Of f7tFn75> (60mL 
) ^^7jc^T^-7 > • ^;u^;v-7 -f K$t# (lOmo 1/Lf h?KKn 

9. 3mL) ziintfzo Kfcn&mzmu^5frmm&Ltz^ 7 
5vx-2ummwLtzo fcfcm&mttm^ftmk, imxw^mm (1 0 

g/30mL) &j!jD;L> ^®^^|L/Co «TOT SttM* <£ tFttfflAttWt-Cft* 

4ft (9. 0 g) =H#£ 0 

[0 2 2 3] 
iH-NMR (CDC 1 3) £ppm: 

1.55-1.65 (1H, m), 2.36 (3H, s), 4.64 (2H, d, J=5.4Hz), 7.2-7.25 (1H, m) 
, 7.3-7.35 (2H, m) 
[0 2 2 4] 
##$J 1 5 

4- [ (4 -fu^- 2 -**f-&7 -l, 2-vHKn-5- 
^ y y°n kf;v- 3 H - Vf 9 V*- A'- 3 - * > 

4-7n^-2-^f;^>y>7^3-;V (9. 0 g) O^b^^V^ (5 
OmL) mmzjjtft j r*-)l' (3. 8mL) Sr^TiDx., aS*!^ 

M>-»^n>J K (9. 8 g) TMHb^ b V 7A (60%. 2. lg 

) <7>-r h 7t KD77> (9 OmL) MS:4-^f^-3-t^7^ffxf 
;v (7. 5g) fczkitTiDx.. RJfc*S£ift£^?&-C 1 mmffiWL tz 0 4-7n€ 
-2-^fM>^D'JK (9. 8 g) fcRJSiB^fcflDx.. 7 0*C"C3 B 

7- fr-emm l ?t o #M &tM3 x tfffiQ'ktikk'emwf u &7M*iftv ^ * v ^ a 

TfgMlL *£&£*BETS* L-fco 3$i6<0 b > ( 2 0 m L) K7 v 

> 1 imto ( 5 . 4 m L) Srj&nx.. 9 0 tT-»L/: 0 RJ&fE^& & WET 
%tt& ^l^n-A^t7-yxf^x-7;l, (10/1) X^Jk^fa&it t 
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*i"&ifcHJ:UIWBft*W (12. 4 g) *%tZo 

[0 2 2 5] 
1H-NMR (DMSO-d6) <*ppm: 

1.05 (3H, s), 1.06 (3H, s), 2.28 (3H, s), 2.65-2.8 (1H, m), 3.45 (2H, s) 
, 6.82 (1H, d, J=8.2Hz), 7.24 (1H, dd, J=8.2Hz, 1.8Hz), 7.33 (1H, d, J=l 
.8Hz), 8.5-12.0 (2H, br) 

[0 2 2 6] 
##M 1 6 

3- (2, 3, 4, 6--Th c 7-0-T J t^-)V- /3-D-^)V=i\£^y ~s)Vjr* 
v) -4- C (4-7Dt-2-^f;V7x^;v) - 5 -4 vfu tf;v 

- l H- tf5 

4- [ (4-7'n^7x^jV) *?-;i0 -l, 2 Kn— 5 — >f V7*n vf 
JV-3 H-tfv N /-;v- 3 -^><7>ftfc> *9 K4- C (4 -7nt- 2 -p^V? 
^~)V) ^^-;V]-l, 2 -yt Kn- 5 ->f y/ntf;V- 3 H-fcf 7V-;V- 

[0 2 2 7] 

iH-NMR (CDC 1 3) Jppm: 

1.1-1.2 (6H, m), 1.81 (3H, s), 1.99 (3H, s), 2.02 (3H, s), 2.06 (3H, s), 
2.28 (3H, s), 2.75-2.9 (1H, m), 3.49 (1H, d, J=16.7Hz), 3.59 (1H, d, J= 
16.7Hz), 3.8-3.9 (1H, m), 4.05-4.2 (1H, m), 4.3 (1H, dd, J=12.4Hz, 4.0Hz 
), 5.1-5.3 (3H, m), 5.5-5.6 (1H, m), 6.76 (1H, d, J=8.2Hz), 7.15 (1H, m) 
, 7.25-7.3 (1H, m), 8.8-8.95 (1H, br) 
[0 2 2 8] 
1 7 

3- (2, 3, 4, 6-7f7-0-7W-^-D-^ne7;yW^ 
v) -4- ( |4 - C (IE) -S-^^^y^nA-l-x-;!/] -2-^ 
fiV7x-;i/( ^f-;v) - 5 —4 v -fu \£)V- 1 H-n°9 V-;v 

3- (2, 3, 4, 6-t- f7-0-7-bf;!/- p-V-y)Vn\d? ; 
3r~» -4- C (4-7*n^7x^;v) — 5 — "f V *7°n tf;i/— 1 H — }£ 
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^V-A'Oftfc!) 1:3 - (2, 3, 4, 6-f b7-0-7W-^-D-^ 
;V3t'7yy;vt^ry) -4- ( (4-/nt-2-^fjV7x-)V) y^;v] 

[0 2 2 9] 

1H-NMR (CDC 1 3) Jppm: 

1.1-1.2 (6H, m), 1.78 (3H. s), 1.99 (3H, s), 2.02 (3H, s), 2.06 (3H, s), 
2.29 (3H, s), 2.75-2.9 (1H, m), 3.13 (2H, d. J=7.3Hz), 3.54 (1H, d, J=l 
6.8Hz), 3.64 (1H, d, J=16.8Hz), 3.8-3.9 (1H, m), 4.05-4.15 (1H, m), 4.25 
-4.35 (1H, dd, J=12.5Hz, 4.0Hz), 5.1-5.3 (3H, m), 5.5-5.6 (1H, m), 6.15- 
6.25 (1H, m), 6.46 (1H, d, J=16.1Hz), 6.85 (1H, d, J=7.9Hz), 7.05 (1H, d 
, J=7.9Hz), 7.15 (1H, s) 
[0 2 3 0] 
1 8 

3- (2, 3, 4, 6-f- Yy-O-T^^A/- p-V-Vfruyd? ; i/fr** 
v) -4- ( |4- C (IE) - 2 -#;V**3rvlf-;i/) - 2-^f^7x-il/ 
I -S-4V"?U \£)V- 1 H - V—fr 

3- (2, 3, 4, 6 -t h y-O-T-t^^-^-D-^ntT^y v;V^ 
3rv) -4- C (4-7'n*7x-jv) y^;v0 - 5 ->f V7°ne;v- 1 H-fcf 
7V'-^ftt)^ C3- (2, 3, 4, 6-Tf7-0-7tf;V-^-D-^ 

tf^y y^t^y) -4- [ (4-7*n^-2-^f JV7x-^) ^^-^3 
- 5 — >f V^n^- 1 H-tf? V-;l/£fflv\ 3 -^r-^Oft*? <9 U 

[0 2 3 1] 

1H-NMR (CDC 1 3) 5ppm: 

1.1-1.2 (6H, m), 1.73 (3H, s), 1.99 (3H, s), 2.04 (3H, s), 2.06 (3H, s), 

2.35 (3H, s), 2.8-2.9 (1H, m), 3.58 (1H, d, J=17.2Hz), 3.69 (1H, d, J=l 

7.2Hz), 3.85-3.95 (1H, m), 4.21 (1H, dd, J=12.4Hz, 2.2Hz), 4.35 (1H, dd, 

J=12.4Hz, 3.9Hz), 5.15-5.3 (3H, m), 5.45 (1H, d, J=7.8Hz), 6.4 (1H, d, 
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J=15.8Hz), 6.93 (1H, d, J=7.8Hz), 7.2-7.3 (1H, m), 7.3-7.4 (1H, m), 7.69 
(1H, d, J=15.8Hz) 
[0 2 3 2] 

nmm 4 4 

4- C (4- 13- [1 -iJ)V/^y{)V- 1- (y^;v) a^;v#;ws^e.f 
ynt:;!/! - 2 - y y?-;i/| -3- (/? -D-^n fcf ^ y 

^^v) - 5 - V 7^n tf;l/- 1 H - 1?7 V- ^ 

3- (2, 3, 4, e-Tfy-O-r-tf^-jg-D-^l/nif^yy^t 
-4- ( 14- C (IE) -3-#;i^*v-/n/N'- l 
;W y^;i/) - 5 --f y-7°nii;i/- 1 H-e^v'-;v(7)'ft^^ ^3 - (2, 3, 
4, 6 -T- h ^-O-T-t^^-yS-D-^^ntf^y -4- ( 1 

4- [ (IE) - 3 -AM^ryynA- l - 2 - y ^;l/y 

y^;v) - 5-^ V7*n tf;v- 1 H-tf77-^^fflv\ y v ^ 7 ^ Kmmil 

<?>ft;b «MC 2 - T ^ ;-2-^Wni:>>7^ K£fflv>THMM 1 ^P^O 

[0 2 3 3] 

1H-NMR (C D3OD) Sppm: 

1.1-1.2 (6H, m), 1.44 (6H, s), 1.8-1.9 (2H, m), 2.2 (2H, t, J=7.6Hz), 2. 
3 (3H, S), 2.55 (2H, t, J=7.6Hz), 2.75-2.9 (1H, m), 3.2-3.4 (4H, m), 3.6 
-3.9 (3H, m), 4.95-5.1 (1H, m), 6.8-6.9 (2H, m), 6.9-7.0 (1H, m) 
[0 2 3 4] 

4 5 

4- C (4- I (IE) -2- Cl -7j;w^>f;v- l - (y^;l>) 

)V) tf-;H -2- *1-)V7 y^AO - 3- ( /? — D — Vfr n tf 

^y^t^y) -5--f yy°ntf;v- 1 H-tf^y-^ 

3- (2, 3, 4, 6 —r h 7 -O-T-k^fr- p — D — F)Vn tf^y 

-4- ( (4- C (IE) - 3 -#;w-K^v-7°n^- 1 -7^- 

M *1-)V) - 5-4 yy°u\£)v- 1 h- tfv v'-Acoftfr J9 1:3- (2, 3, 

4, 6 — r h^-O-T-b-^^-^-D-^^n tf^y yjl't^y) -4- ( ) 
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4- [ (IE) -2-*;myt?-;i/j -2->f^7x-;V| -5 
--f y/nk?;!/- 1 H-t?7V-;vl:lv\ ^ffcT>^e-^ AOftt? *9 ^ 2 -T 
5 y - 2 - e * > T 5 K^ffl^TillBJ 26t R«0^rj*"CSIIB<b^ 

[0 2 3 5] 

1H-NMR (CD3OD) Jppm: 

1.05-1.15 (6H, m), 1.52 (6H, sj, 2.36 (3H, s), 2.75-2.9 (1H, m), 3.2-3.4 
(4H, m), 3.6-3.85 (4H, m), 5.0-5.1 (1H, m), 6.58 (1H, d, J=15.8Hz), 7.0 
(1H, d, J=7.9Hz), 7.2-7.3 (1H, m), 7.33 (1H, s), 7.43 (1H, d, J=15.8Hz) 
[0 2 3 6] 

mmm 4 6 

3- (^-D-^nt^/y^t^y) -4- [ (4- I (IE) -2- [2 
-tKn^y-i- (bKn^y^f;v) -l - (^;v) ^^-;v*;w^W ;v 
] tf-;M -2-^f;v7x-;i/) - 5 ->f v/n tf;u- 1 H- tf^ V 

3- (2, 3, 4, 6-f h^-O-T-bf^-jS-D-^Vntf^yy^t 
*v) -4- ( |4 - C (IE) -S-^Wv^D^-l-x^^] 
M **f-fr) V~7u\£)V- 1 H-e^V-^Oftfc)*) K3- (2, 3, 

4, 6-7- h^-0-T-b^-;v-^-D-^*;vnkTv/ y^t^y) -4- ( I 

4- C (IE) -2-*H>ykf-;V) ^7x-;V| ^^-;V) -5 
-^fy^n^v- l H-fcf ^v'-;v^fflv\ ^/ffcr A<Ditt> 0 2 -T 
^y-2-^^-^-l, 3 -7°n/^v*-;l/£ffiv>T^i&#!)2 6 h|WJ^yj^ 

[0 2 3 7] 

iH-NMR (CD3OD) Sppml 

1.05 -1.15 (6H, m), 1.3 (3H, s), 2.36 (3H, s), 2.75-2.9 (1H, m), 3.25-3. 
45 (4H, m), 3.6-3.85 (8H, m), 5.04 (1H, d, J=6.1Hz), 6.62 (1H, d, J=15.5 
Hz), 6.99 (1H, d, J=7.6Hz), 7.26 (1H, d, J=7.6Hz), 7.32 (1H, s), 7.42 (1 
H, d, J=15.5Hz) 
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[0 2 3 8] 

HJ&flU 7 

3- (jS-D-^ae^/y^t^y) - 5 — f V7*n tf;v- 4 - ( |4- [ 
(IE) -2- jl- [2- U;i'77 ; e^V75y) ^.^-;v*;w^^f ;v] - 
l- ^)Vji)V/^j )i<\ if~;i/) -2-^f;i/7x-;H ^;v) 
- l H-e^v*-;v 

3- (2, 3, 4, 6-f h7-0-7W-/?-D-^;V3k , 7/'yW 
-4- ( 14- [ (IE) - 3 -*;l-*^y7n/l- l -.x^;i/| 7x; 
;W **-/l0 -5--fV7 o nb o ;v-lH-t: 0 ^y-;K7)<t5b!9^3- (2, 3, 
4, B-f^-O-TW-iJ-D-^vnt^yyH^y) -4- ( ) 

4- [ (IE) - 2 -#;w-K^vfcf— ;v] - 2 -^f;i/7x-;i/| ^^-;w) -5 
--f y7"nf;p- l H-H°vv*-^^fflv\ il4tT>^-^A<7>ft*>*? |:N-X 

[0 2 3 9] 

iH-NMR (CD 3 OD) Sppm: 

1.05 -1.2 (6H, m), 2.36 (3H, s), 2.75-2.9 (1H, m), 3.19 (2H, t, J=6.3Hz) 
, 3.25-3.4 (4H, m), 3.47 (2H, t, J=6.3Hz), 3.6-3.7 (1H, m), 3.7-3.9 (3H, 
m), 5.04 (1H, d, J=7.3Hz), 6.54 (1H, d, J=15.7Hz), 7.0 (1H, d, J=7.9Hz) 
, 7.27 (1H, d, J=7.9Hz), 7.33 (1H, s), 7.47 (1H, d, J=15.7Hz) 
[0 2 4 0] 
1 9 

3- (2, 3, 4, 6-x h^-O-T-fe^^-^-D-^f^^ btf^y 

3r~» -4- [ (4- |3- C 1 - *;V*>y- 1 - .xf-A'^W?^ 

>f;i/] 7*nif;i/| 7x-ii') p^iO - 5 -4 7 -/n tf;v- 1 H-fc?^y-;i/ 

3- (2, 3, 4, 6 -7- h ^-O-T-fe-f-^-^-D-*^^ h fcf^y" 
**v) -4- ( |4- C (IE) - 3 -*;v^^vy°n/N°- l 7^ 
~M H-)l<) -5-^y7°nt>- 1 H-tf^y-;v (0. 4 g) ON, N- 
y^fWATU' (2mL) mmz\-^)V-Z- (3 -V * f;i/7 ^ J 
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ynt?;v) 5&/M?SM * Y&mL (0. 18g) , 1 - Kn* v^y V h V T 

(0. 13g), 2 -T ^ J- 2 -**f-fr-fu J- 
p- MWn.>*;V*>&:& (l. 1 6 g) isi^h 'Jif^7 5 > (0. 64 g 

n-AJft>/I^f^= 1/1 -S^m^^-^) t«LT3- (2, 
3, 4, 6-f f7-0-7-tf;V-^-D-**77Mf7yy^t^y) -4 
- [ (4- |3- [ 1 -^>v;v^^rv7j;i/7K-;v- 1 - -x^i/fc/i/ 
/^e-f;i/) l -i~;t/| 71-^) - 5 — >f y */n tf;v- l H 

-t??y-;v (0. 18g) £#fc 0 (2mL) i:^L, 1 

0%A t 7y')AM* (5 0mg) £*D;U 7fcSfc£ffl£n\ SiHt?4 WfW«|£^ 
Lfco ^»£M*U ««[0*«t*«ET«*LTa«Bft'fr«J (0. 1 5 g) 

[0 2 4 1] 

iH-NMR (CDC 1 3) Jppm: 

1.05-1.2 (6H, m), 1.57 (3H, s), 1.59 (3H, s), 1.85 (3H, s), 1.85-1.95 (2 
H, m), 1.99 (3H, s), 2.02 (3H, s), 2.1-2.2 (5H, m), 2.6 (2H, t, J=7.4Hz) 
, 2.8-2.95 (1H, m), 3.59 (1H, d, J=16.1Hz), 3.68 (1H, d, J=16.1Hz), 4.0- 
4.1 (1H, m), 4.14 (1H, dd, J=11.0Hz, 8.2Hz), 4.27 (1H, dd, J=11.0Hz, 5.6 
Hz), 5.08 (1H, dd, J=10.3Hz, 3.5Hz), 5.37 (1H, d, J=8.1Hz), 5.4-5.5 (2H, 
m), 6.95-7.1 (4H, m) 
[0 2 4 2] 
2 0 

3- (2, 3, 4, 6-t- h7-0-7-bf;V-i8-D-^V3e7y V/l/** 
v) -4- [ (4- |3- H-jjfrtfiris-i- {*^-)V) 

7*n^;i/| 7x-jv) - 5 -4" y y°n tf;i>- 1 h- tf^y*-;v 

3- (2, 3, 4, 6-f h7-0-7W- j 8-D-^7^Mi'5/y;l/ 
t^fy) -4- ( |4- [ (IE) -3-*;v^v"/nyN°-l-i-;v] 7i 



miiE# 2003-3075093 



12 0 0 2 -3 2 1 7 2 9 A -M-i? : 97/ 



*<f-)v) -b-^vfu\£)v-iYi-\£^v-)V(o^.t>y)KZ- (2, 3 

, 4, e-ff^-O-T-tf-^-^-D-^ntfyyyJVt^ry) -4- ( 
|4 - C (IE) -3 -^^f+vynA- 1 -7^-;^} - 

tT/i/- 1 h - e 9 )\s*m^x-m%m 1 9 1 H#o2fifc-etiii&ft 

[0 2 4 3] 

iH-NMR (CDC 1 3) £ppm: 

1.05-1.2 (6H, m), 1.57 (3H, s), 1.58 (3H, s), 1.85 (3H, s), 1.85-1.95 (2 
H, m), 2.0 (3H, s), 2.03 (3H, s), 2.05 (3H, s), 2.15 (2H, t, J=7.6Hz), 2 
.6 (2H, t, J=7.5Hz), 2.8-2.95 (1H, m), 3.58 (1H, d, J«15.7Hz), 3.66 (1H, 
d, J=15.7Hz), 3.8-3.9 (1H, m), 4,17 (1H, dd, J=11.9Hz, 2.2Hz), 4.34 (1H 
, dd, J=11.9Hz, 3.4Hz), 5.15-5.3 (3H, m), 5.35-5.45 (1H, m), 6.95-7.1 (4 

H, m) 

[0 2 4 4] 

##09 2 1 

3- (2, 3, 4, 6-f f^-O-TW-^-D-^^t^yyW^r 
v) -4- [ (4- |3- [ l -ii l - Ji^;v#;w^>f 
;v) -/ntf/i/} -2-^f;V7x^) - 5-'fV/nt;^-iH-t: 

3- (2, 3, 4, 6-t- b7-0-7W-^-D-^7^ Mf7/v;V 
**~» -4- ( |4- C (IE) -3-#/M**->:/n/t- l 7x 
^^w) - 5 -4 vfuidn,- i H-t:°9 v*-;K^ftt> «9 K3 - (2, 3 
, 4, 6-f b7-0-7W-]8-D-^Va^5/y;Vt^'» -4- ( 
14- [ (IE) - 3 -^W-^v-Zn^- l -j. -/i/] -2-^f;V7x-;P 
I - 5 - >f V^n e^- 1 H - tf^'Z-^ii^tttW 1 9 

[0 2 4 5] 

iH-NMR (CDC 1 3) Jppm: 

I. 05-1.15 (6H, m), 1.57 (3H, s), 1.58 (3H, s), 1.76 (3H, s), 1.85-1.95 ( 



tB!E# 2003-3075093 



#M 2002-321729 A ^- v : 98/ 



2H, m), 1.99 (3H, s), 2.02 (3H, m), 2.05 (3H, m), 2.1-2.2 (2H, m), 2.25 
(3H, s), 2.5-2.6 (2H, m), 2.7-2.8 (1H, m), 3.51 (1H, d, J=16.8Hz), 3.61 
(1H, d, J=16.8Hz), 3.8-3.9 (1H, m), 4.1-4.2 (1H, m), 4.32 (1H, dd, J=12. 
2Hz, 3.4Hz), 4.0-5.0 (1H, br), 5.15-5.3 (3H, m), 5.38 (1H, d, J=8.1Hz), 
6.23 (1H, s), 6.77 (1H, d, J=7.8Hz), 6.85 (1H, d, J=7.8Hz), 6.93 (1H, s) 
[0 2 4 6] 

mmm 4 8 

3- (/3-D-Jf7? h tfyy v;i^3r:>) -4 - [ (4- |3 - [1- | [4 

- (2-tKndryxf;v) tf^ V>- 1 -4 ;V] -l - {*^- 
)V) z-^-friDVs^j y°u\£)V\ 7x-;v) - 5 --f V7°n tf^— 
1 H-fc:^ 

3- (2, 3, 4, 6-t- f^-O-TW-^-D-f?^ btf9/ v;V 
*3rv) -4- [ (4- |3- [1 l - (*rn>) ^;v#;w<? 
•^;iO 7°ntf;i/f y — - 5 -4 V tf ;u- 1 H- \£y V-JV 

(30mg) <7)N, N-y^f;^;VA7 5 K (0. 5mL) 1 - 

- 3 - (3-^f;V7^yyn fef;w) 7} /u#*M 5 Ktit (12mg), 1 
-hKn^>^/MJ7y-;v (9mg) #£#1- (2-t Kn^ryxf ;v 
) (54mg) trSnx., mrST-H^^L/io R»UC5mo 1 

/Lfcmk-t-hv yA7kmwt (0. 2 5mD *Mz-, muximmmw^tzo 

KB^^izmm. (0. IraL) Jtmx-tz'i^ 7K (lmL) T^|RL/r 0 TFigMKr 
&?i3:L/^ ilt^lTO* 7A^n-7h^77-f- (f^tttlCAPC 
ELL PAK UG120 ODS, 1 2 0 A, 2 0 X 5 0mm, 1 

^13 OmL/^'J^T^-v^^ b, 7jt/T4r b- h V K= 90/10-10 

/60) -eausL, m&it&m (4 mg ) *t#^ 0 

[0 2 4 7] 

iH-NMR (CD3OD) Sppm! 

1.05-1.15 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.7Hz) 
, 2.35-2.55 (6H, m), 2.58 (2H, t, J=7.6Hz), 2.8-2.95 (1H, m), 3.52 (1H, 
dd, J=9.7Hz, 3.6Hz), 3.55-3.8 (12H, m), 3.87 (1H, d, J=3.0Hz), 5.08 (1H, 



ffiiE# 2003-3075093 



12 0 0 2 - 3 2 1 7 2 9 A v : 99/ 



d, J=8.0Hz), 7.0-7.15 (4H, m) 
[0 2 4 8] 

mmm 4 9 

3- (£-D-**;V3fc:7/ -4- I [4 - (3- |l- C 2 - \L 

Fn^y - 1 - (tFD^/^f;v) )Vs^j ;i0 - l- (p<^-;v) 

•f-;v#;w^^ ^nt» 7x-)i/) — 5 — f V :7*n 1 H — 

3- (2, 3, 4, 6-th7-0-7-tf;v-j8-D-**7^Mi c 7/y;V 
t^y) -4- [ (4- |3- Cl -#;v*^->- l - 
^E-OiO ynkf;L/| 7x^jv) - 5 -A V 7*n fcf;i/- l H- fc?9 

^^^^3- (2, 3, 4, 6--r b^-O-T-fe^-^-^-D-^^ntfv 
/yiv^y) -4- [ (4- |3- Cl l - j^^-;v 
#;w^-f ;i0 7*nif;i/| -7^~;v) - 5 —4 V7*n 1 H- 1? 7 

V-;u£ffiv\ l- (2-fcKn^yxf;i/) tf^ ^ v >• oft^b ^2-75/ 
-1,3 -y°u^yv*-)Vitm^xmMmA 8 £pg«<^&^1lfStt^£?# 

[0 2 4 9] 

!H-NMR (CD3OD) Sppm: 

1.05-1.2 (6H, m), 1.43 (6H, s), 1.8-1.95 (2H, m), 2.19 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.5Hz), 2.85-2.95 (1H, m), 3.25-3.45 (4H, m), 3.5-3.95 ( 
9H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 2 5 0] 

mmm 5 0 

3- (p-T>-?)l>u\£7 ; ->;l/^-Jrv) -4- 1 [4 - (3- 1 1 - [ 2 - 1: 
Rn^v-l, l-tf* (tKn^ry^f;l/) ;cf-;i/#;ws^E^ /i0 -i - 

- 1 h — tr 9 ))/ 

3- (2, 3, 4, 6 -T- h ^-O-T-fe^-^-^-D-TT^^ v;V 
^-^r-» -4- C (4- |3- [ 1 1 - (^^;^) .x^-;]/#;w^ 



ffi!iE#2 003-3075093 



12 0 0 2-3 2 1 7 2 9 A v I 100/ 



;v] ynt°;i/| y^—jv) *f-fW) - 5 —4 v/n tf;v- 1 h- tf 7 V— ;i/ 
Oft*? 3 - (2, 3, 4, 6 -T Y J-O-T^fr- p-T>-7)Vu\£ 7 
s 9 sfr***s) -4- C (4- |3- [1 -*;v^y- 1 - 
#;w^e^;i0 -7°ntf;i/| 7x-;v) - 5 ->f y y*n 1 H- fcf 7 

y-;v£ffiv\ l- (2-tKn^yxf;|/) t:^7 v > ?Ht*> fc: h 'J X (fc 
Kn*v^;u) T^y^^y^ffl^TH»J4 8 t mfc<Ott^W&tt&m * 

[0 2 5 1] 

1H-NMR (CD3OD) Jppm: 

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.5Hz), 2.85-3.0 (1H, m), 3.25-3.45 (4H, m), 3.6-3.9 (10 

H, m), 5.0-5.1 (1H, m), 7.0-7.2 (4H, m) 

[0 2 5 2] 

mmm 5 1 

3- (0-D-#7* h J i/frt^-is) -4- C (4- |3- [1- (2- 
tKn^yxf;i/*;w^^f;V) -1- i^;l/*;w^^r yn tf 

)V\ 7x.~)U) -5--f yy°ntf;v- i H-tf^y-^ 

1- (2-tFn^yxf;v) vXZHtfr *9 £ 2 -T 5 J 3-2 J 

[0 2 5 3] 

1H-NMR (CD 3 0D) 5ppm: 

I. 1-1.15 (6H, m), 1.42 (6H, s), 1.8-1.9 (2H, m), 2.19 (2H, t, J=7.6Hz), 
2.57 (2H, t, J=7.6Hz), 2.8-2.95 (1H, m), 3.28 (2H, t, J=5.8Hz), 3.45-3.6 
5 (4H, m), 3.65-3.8 (5H, m), 3.86 (1H, d, J=2.7Hz), 5.08 (1H, d, J=7.9Hz 
), 7.0-7.15 (4H, m) 

[0 2 5 4] 
5 2 

3- (p-V-ifv? YMJS is)l'**zs) -5-^yy°ntf;v-4- I [4- 
(3- |1- [2- (v^f;V7^) ;w?^E <i ;v] -1- {*?-)V) 



mm 2003-3075093 



12 0 0 2-3 2 1 7 2 9 ^ ^-v I 101/ 



1- (2-tKn^-yxfJV) If ^9 v VtfMt*? *) KN, N-v^ V 

[0 2 5 5] 

iH-NMR (CD 3 OD) 5ppm: 

1.1-1.15 (6H, m), 1.41 (6H, s), 1.8-1.9 (2H, m), 2.19 (2H, t, J=7.7Hz), 
2.24 (6H, s), 2.42 (2H, t, J=6.8Hz), 2.58 (2H, t, J=7.6Hz), 2.8-2.95 (1H 
, m), 3.28 (2H, t, J=6.8Hz), 3.52 (1H, dd, J=9.7Hz, 3.3Hz), 3.55-3.65 (1 

H, m), 3.65-3.8 (5H, m), 3.8-3.9 (1H, m), 5.08 (1H, d, J=7.4Hz), 7.0-7.1 
5 (4H, m) 

[0 2 5 6] 

mmm 5 3 

3- (/3-D-V)\y^ y;Vt^y) - 5 V "fu tf;V- 4 - I [4- ( 

3- ] 1 - [2- (y^W5 7) :c^;V#;W^&>f -1- a: 
fjv*;v;^^f;i/| ynif;i/) 7i-jv] - 1 H — fcf 9 v*— ;v 

3- (2, 3, 4, 6 -T- h ^-O-T-t^^-yS-D-^r^^ Mf^y v;V 
t^fy) -4- C (4- |3- [1 -*;VjK^tv- 1 - Ji?-;v#;wt 
^6^;v] *?u }£)),] 7i-M -5-^f V7*nfc?;i/- 1 H-fcf9V*-;^' 

<7>ft;bl9 K3 - (2, 3, 4, 6 -y- h ^-O-T-bf^-^-D-^a^^ 
/y;Vt^ry) -4- C (4- {3- C 1 -#>W-K*~>- 1 - (^/U) -^^^ 
#;wt*>f/i0 7°nt>| -7^^;^) - 5 ->f V*/n tf;v- i h- vf9 

V-;v^fflv^ 1- (2-tFn + yif;i') tf^y v><Oftfc> 0 N-v* 

[0 2 5 7] 

!H-NMR (CD 3 OD) Jppm: 

I. 05-1.15 (6H, m), 1.41 (6H, s), 1.8-1.9 (2H, m), 2.18 (2H, t, J=7.5Hz), 
2.23 (6H, s), 2.41 (2H, t, J=6.8Hz), 2.57 (2H, t, J=7.6Hz), 2.8-2.95 (1 

H, m), 3.2-3.45 (6H, m), 3.6-3.9 (4H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, 
m) 



tfi§E#2 003-3075093 



2002-321729 ^ v : 102/ 

[0 2 5 8] 

%mm 5 4 

3- (/?-D-^^rrtf^y y^t + y) - 5 --f V :7°n fcf;u- 4 - j (4- ( 
3- |1- [3- (yVf;^^;) ^ne^W^^V] - l- (7^-;v) 

3- (2, 3, 4, 6 -t Y ?-0-T-t^)l- p-D-Jfv? Y^^J 
t^y) -4- [ (4- 13- Cl l - j^i^ws- 
^;i0 /n^l/l -7^^;ix) - 5 -4 V 7°ne^- 1 H-fc:^ 

<7>ft;b 3 - (2, 3, 4, 6 -T- h =7-0-T^)V- p-D-^)VU My 
^>W*y) -4- C (4- 13- Cl-jfr/M?*^- 1- .x?-/i/ 
#/lv**>r/l0 /ntf^l 7x- - 5 -A V7°n \£)V- 1 H- 
V-;l/£JBv^ 1- (2 -11 KD^yxf;i/) fcf^7 v ><Dftt> *) CN, N-v 

[0 2 5 9] 

1H-NMR (CD3OD) Sppm! 

1.1-1.15 (6H, m), 1.41 (6H, s), 1.6-1.7 (2H, m), 1.8-1.9 (2H, m), 2.19 ( 
2H, t, J=7.7Hz), 2.22 (6H, s), 2.35 (2H, t, J=7.6Hz), 2.57 (2H, t, J=7.6 
Hz), 2.85-2.95 (1H, m), 3.18 (2H, t, J=6.6Hz), 3.3-3.45 (4H, m), 3.6-3.8 
(3H, m), 3.8-3.9 (1H, m), 5.0-5.1 (1H, m), 7.0-7.15 (4H, m) 
[0 2 6 0] 
M1feM 5 5 

3- (jJ-D-^nt'^yy^^y) -4- [ (4- |3 - [1- | (4 - 
(2 -t: KnJrvJc^-;v) l - 4 ;v] D )Vtf-)i<\ -1- (7^-;v 

) 3L?-)Vjj )U;^y( ?v) -7°nt:;H 7x-ii/) 7^;i0 - 5 -4 vfu \L)V- i 

3- (2, 3, 4, 6-rb7-0-7-bf;l/-^-D-**7^ft:7yy;v 
*3rv) -4- C (4- |3- [1 -#;WK3ri>- 1 - {*^-)V) jr.^;V>#;w<? 

•=E-f;v] 7°nn';H 7x-;v) - 5 - v 7°n l H — kf 9 V— ;i/ 



mK# 2003-3075093 



12 0 0 2 -3 2 1 7 2 9 M ^- v : 103/ 



<Dftt> 3 - (2, 3, 4, 6--r h9-0-T-t^;V-i8-D-^;l/nif^ 
/y^t^fy) -4- C (4- |3- C 1 - * ;V^y- 1 - 

[0 2 6 1] 

iH-NMR (CD3OD) Sppml 

1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.16 (2H, t, J=7.5Hz), 
2.35-2.55 (6H, m), 2.58 (2H, t, J=7.3Hz), 2.85-3.0 (1H, m), 3.25-3.45 (4 

H, m), 3.55-3.9 (10H, m), 5.0-5.15 (1H, m), 7.0-7.15 (4H, m) 

[0 2 6 2] 

m mm 5 6 

4- C (4- |3- [ 1 - (2 -75 S ^)Vjj fr/**: j )V) -1- 
^^ij)V/^4 )V\ -?u\*M 7jl~)V) -3- (p-D-Jf? ? V 

t'7/yH^y) -5-4 Vfu\£)U- l H-^9V-;v 

1- (2-tKn^yxf;i/) \£s<? ^Jy<D\tt> |:xf vT 5 > £fflv> 
TH«!I4 8 t|W|«<7)^t?^fe>fb^^#^o 

[0 2 6 3] 
iH-NMR (CD3OD) Sppml 

I. 1-1.2 (6H, m), 1.41 (6H, s), 1.8-1.9 (2H, m), 2.19 (2H, t, J=7.5Hz), 2 
.58 (2H, t, J=7.6Hz), 2.7 (2H, t, J=5.9Hz), 2.85-2.95 (1H, m), 3.24 (2H, 

t, J=5.9Hz), 3.51 (1H, dd, J=9.8Hz, 3.2Hz), 3.55-3.65 (1H, m), 3.65-3.8 
(5H, m), 3.86 (1H, d, J=3.2Hz), 5.07 (1H, d, J=7.9Hz), 7.0-7.15 (4H, m) 
[0 2 6 4] 

mmm 5 7 

3- (^-D-**7ntf7/y^t^y) -5-4 yy°u\£)V-4- | (4- 
(3- |1- C (tf^7^>- 1 Ijfrtf—fr] -1- (*+JU) j~^)V 

1- (2 - \l Fo^vjc^;v) y£u *J>(Ditt> «9 iZ^^-y i/y^m^XUM 

^j4 8 tmmvijmx-Mmk&wznfco 



tBSE#2 003-3075093 



I#M 2002-321729 ^ ^- 5? : 104/ 



[0 2 6 5] 

1H-NMR (CD 3 OD) £ppm: 

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.6Hz), 
2.25-2.8 (6H, m), 2.85-2.95 (1H, m), 3.45-3.8 (11H, m), 3.8-3.9 (1H, m) 
, 5.08 (1H, d, J=7.9Hz), 7.0-7.15 (4H, m) 
[0 2 6 6] 

mnw 5 8 

3- (/3-D-^V3lf7/y^t#y) - 5 -A V 7"n tf;v- 4 - I C4- ( 
3- 1 1 - C (kV7v>-l->f;i/) 7};v^;i^ -1- s.^-)Vit 

3- (2, 3, 4, 6 -T- h J-O-T-ff-fr- p-D-fT*?? Y^JS 
t^rv) -4- C (4- |3- { 1 -#;VsJ^->- 1 - xf;v*;i/^ 
*>f;i0 -fuidM 7x-;v) - 5 ->f V^n tf;v- 1 H-n°7 V-;v 

<*>ft*> «9 £ 3 - (2, 3, 4, 6-7- F7-0-7-tf^- ^-D-^3t:°7 
/y^t^y) -4- C (4- |3- [1 1 - 

*fflv^TH»!l4 8 fcra»©^ffi*C«|B<k^i»SrWfco 

[0 2 6 7] 
iH-NMR (CD3OD) £ppm: 

1.1-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.17 (2H, t, J=7.6Hz), 
2.5-2.85 (6H, m), 2.85-3.0 (1H, m), 3.25-3.45 (4H, m), 3.5-3.9 (8H, m), 
5.0-5.15 (1H, m), 7.0-7.15 (4H, m) 
[0 2 6 8] 

5 9 

3- (^-D-^nt'^yJVt^y) -4- C (4- |3 - [1- j [4- 
(2 -fc KD^ryxf;!/) t?^7 v >- 1 -'f ;W 7>;W-K— ;v( -l - 

7*n tf ;v - 1 H - k? 9 V- ;i/ 
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12 0 0 2 -3 2 1 7 2 9 ^ ^- v : 105/ 



3- (2, 3, 4, 6-x hy-O-T^JV- p-D-Jf?? YM^J i/)V 
t^fy) -4- C (4- |3- [l-a/M^^-l- (*?-)V) 
^e-OiO -fu\£)V\ 7i-;i^) - 5 — >f y y'n i H-fc:^y— ;v 

Oft*? OK 3 - (2, 3, 4, 6 -T- h 7-0-r-fef-^-/9-D-^^3 fcf^ 
^v^i^y) -4 - C (4- |3- [ 1 -#/u*K*->- l - 

- 1 H-^7y-;VSrffl^TH^J4 8 ^^<7)^^f2<k^^#7to 

[0 2 6 9] 
1H-NMR (CD 3 OD) Jppm: 

1.05-1.15 (6H, m), 1.42 (6H, m), 1.8-1.9 (2H, m), 2.1-2.2 (2H, m), 2.3 ( 
3H, s), 2.35-2.6 (8H, m), 2.75-2.9 (1H, m), 3.25-3.4 (4H, m), 3.45-3.75 
(9H, m), 3.8 (1H, d, J=ll.lHz), 4.95-5.05 (1H, m), 6.8-7.0 (3H, m) 

[0 2 7 0] 
H WJ 6 0 

3- (p-D-lf?? ht'^y v^^vO -4- I [4- (3- 1 1 - [2- 
KKn*5/-i, l-tf* (HKn^y^f^) •x?-/i'j&/i//t**f AO -1- ( 

)V\ -?u\Z)V) 7x-;v] -5-^fV7°ntf 

;v- 1 H-t°7V^;v 

1- (2-tKn^vxf^) t?^7y>^^:bn (bKn^y^f 

[0 2 7 1] 

!H-NMR (CD3OD) 5ppm: 

1.05-1.2 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m), 2.18 (2H, t, J=7.5Hz), 
2.58 (2H, t, J=7.6Hz), 2.8-2.95 (1H, m), 3.52 (1H, dd, J =9. 7Hz, 3.4Hz), 
3.55-3.9 (13H, m), 5.07- (1H, d, J=7.5Hz), 7.0-7.15 (4H, m) 
[0 2 7 2] 

nmm 6 1 

3- (|8-D-^7^btf7yy;vt^i/) -5->fV^D^-4- 1 (4- 
(3- II- [ (4-^^-;Vtf^7v ? y- 1 -4)V) fj -1- 
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;v) x.^f-)Vij )V/^y( )V\ -fu\£jv) 71-^] — 1 H — t? i7 V— ;u 

1- (2 - 1: Fndr->:n^;l/) v^Oftfc^ 1 -^f-^tf^v^fc 

[0 2 7 3] 

1H-NMR (CD 3 OD) Sppm: 

1.1-1.15 (6H, m), 1.42 (6H, s), 1.8-1.9 (2H, m), 2.1-2.2 (2H, m), 2.25 ( 

3H, s), 2.3-2.45 (4H, m), 2.58 (2H, t, J=7.4Hz), 2.85-2.95 (1H, m), 3.52 

(1H, dd, J=9.6Hz, 3.2Hz), 3.55-3.8 (10H, m), 3.8-3.9 (1H, m), 5.08 (1H, 

d, J=7.4Hz), 7.0-7.15 (4H, m) 
[0 2 7 4] 

mmm6 2 

3- {p-V-Jfy? b \Z=7 S - 5 V7°n 4 - I [4- 

(3- |1- [ (4 ->f v-fu\tfr\Zu 1 -- f/iO -l- 

(y^;v) ^J-)Vjj )V\ y°nkf;V) -7^ — ^f;i/| -1H-Ii77 

1- (2-HKn^yxf;v) v><7)ft;b 19 K 1 ->f V7*n t';i/e^7 

v>£ffl^T*»!l4 8 i:|W|^^-e^|S'fb^^#/;o 

[0 2 7 5] 
!H-NMR (CD3OD) Jppm: 

1.03 (6H, d, J=6.6Hz), 1.05-1.15 (6H, m), 1.42 (6H, s), 1.8-1.95 (2H, m) 
, 2.1-2.2 (2H, m), 2.35-2.7 (7H, in), 2.8-2.95 (1H, m), 3.52 (1H, dd, J=9 
.8Hz, 3.4Hz), 3.55-3.8 (10H, m), 3.8-3.9 (1H, m), 5.08 (1H, d, J=7.8Hz), 
7.0-7.15 (4H, m) 
[0 2 7 6] 

mmm 6 3 

3- (jS-D-^nh'yyy^^y) - 5 ->f y^nt>- 4 - ( |4- ( 
(IE) - 2- |1- C2- (y>f;V75y) -1- ( 

;w**>f )i>\ kf^;v] 7x-;v| y^;v) - 1 H- tf 7 V— ;l/ 
3- (2, 3, 4, 6-7" > ^-O-T-fr-f-^-yff-D-^^n tf^y 
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-4- ( |4- C (IE) - 2 -*/Mf*->if •=./!/] *7i-;M y?-;v) 
-5->f yyne;v-i H-k^V-^ (1. 2 g) ON, N-v^;w*;ua 
7U' (15mL) RZfm.lt* 7- Is > (l OmL) »>>Jxf;V75> (1 
5mL) &jjnx.£ 0 ^£f£K 1 3 - (3-y^W^^nt» 
#/M?S>>f ^ Ktt&tt (0. 56g), 1 -fc KD^y^>yf'J7 7*-;i/ (0 
. 4 g) ^i^2-T^y-2-^^;i/7 p nvf^-^^ (2. 0 g) OtK ( 1 5 m 
L) m&Zlmz-, Ifit-WLfe. MS?l^i:2mo l/L@f^7MM£ 

in £ t *m L itm^ ^ ;v -ejft m L £ 0 ;£$lJf £ 7jc& £ u^n^TfcTiii^; 

;-)V=l /l -3/1) T«IT3- (2, 3, 4, 6-f f7-0- 
T-lr^^-^-D-^^ntf^y v;v*3fv) -4 - [ (4- | (IE) -2- 
[1 -*;v^y- l - z-^-friofrj^j tf-;i/| 7x-;v) y 

-S-^fvyn^v-iH-t^V-^ (0. 4 4 g) £#£ 0 -^ft-'irN 
, N-y^fH;VA7U* (0. 3mL) fcig#U l-J-^;v-3- (3- 
^;i/T ^ y * ;V?J?vM ^ FggS (0. 1 8 g ) . 1 - 1 Kn * 

y^>V>VTV*-;V (0. 1 3 g) £«fc(7N, N-v^^f^xf l/^y7r/ 
(0. 5 5 g) £#n;^ B^m#t7t 0 MC5mo 1 / "Limits h 

u^atK^SSl (i. 5mL) *irax.x ss-eiUlia^Lfco aSrt^tfKffcM 

(lmL) SriDx.^^ 7fc (3mL) T*»^L£o WtJ&M* L^m. Stffcfc 
Iffl»5A^07h^77^- (f^ftilCAPCELL PAK UG 
120 ODS, 5//L, 120A, 2 OX 5 0mm, Ij|3 OmL/^'J-7 
^-^xVK 7jc/7-bh-MJ;v=9 0/1 0-1 0/6 0) -CffiJRLSWB 
ft^-tJ (7 lmg) *#fc 0 

[0 2 7 7] 
iH-NMR (CD 3 OD) Jppm: 

1.05-1.15 (6H, m), 1.49 (6H, s), 2.27 (6H, s), 2.46 (2H, t, J=6.7Hz), 2. 
8-2.95 (1H, m), 3.25-3.45 (6H, m), 3.6-3.9 (4H, m), 5.05-5.15 (1H, m), 6 
.61 (1H, d, J=15.7Hz), 7.2-7.3 (2H, m), 7.35-7.5 (3H, m) 
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[0 2 7 8] 

HJfetffl 6 4 

3- (/S-D-^^rrE'^y y^t^rv) - 5 -4 Vfu \£)V~ 4 - ( |4- C 
(IE) -2- )1- [ (kf^v^- 1 -1- (y?-;i/ 

) j^i-)Vt> )V\ tf^;i/) y^^H y^;i/) — 1 H — fc? 7 V— )V 

[0 2 7 9] 

iH-NMR (CD3OD) Sppm: 

1.05-1.15 (6H, m), 1.51 (6H, s), 2.65-2.8 (4H, m), 2.85-2.95 (1H, m), 3. 
25-3.45 (4H, m), 3.5-3.9 (8H, m), 5.05-5.15 (1H, m), 6.55 (1H, d, J=15.8 
Hz), 7.2-7.3 (2H, m), 7.4-7.55 (3H, m) 
[0 2 8 0] 

mmm6 5 

3- (p-D-?)Va\£?y v;V^^rv) -4 - C (4- I (IE) -2- Cl 
- I [4- (2 -fc Kn^rvJi^;p) bf^9 v 1 - ;v] -l 

tf;v- l u-\£vV-)V 

N, N-yy^-;v^.^lx>v?T^ ><7)ft^f) ^1 - (2 -H Kn^rvjc^;v) 

[0 2 8 1] 

iH-NMR (CD 3 0D) 5ppm: 

1.1-1.2 (6H, m), 1.51 (6H, s), 2.35-2.65 (6H, m), 2.85-2.95 (1H, m), 3.2 
5-3.45 (4H, m), 3.55-3.9 (10H, m), 5.05-5.15 (1H, m), 6.55 (1H, d, J=15. 
8Hz), 7.2-7.3 (2H, m), 7.4-7.5 (3H, m) 
[0 2 8 2] 

mmm 1 

^sglti ftmmimmmu.m. 

1 ) t h S G LT 1 <D? u-=.ytr&£xf%M'<? *-^0|B.«34&x. 
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t:f/hJlft*0||RNA (Or i gene) t'J^dT^^'fv-t 
LTl^t, PCRitififflcDNA^^r^^-^^L^o IOcDNA7 
^r7'J-5-iItU, Hediger^CJ: O^^tt/it: h S GLT 1 ( 
ACCESSION:M24847) <Dl^frh 2 0 0 5 #f X*<DmMWM* P 
CR&Ki: ^JfiflU pcDNA3. 1 (-) (Invitrogen) <D^)V 

[0 2 8 3] 

2 ) thSGLTi ^mm^mz. 

t: bSGLTlM^^-^S c a I T^tLTE§I*£DN A t Ltzfe, C 
H O - K 1 #BU&£ 'J^7i?yH>fe (Effectene Transfec 
tion Reagent IQIAGEN) tCTfXUo lmg/mL G4 
18 (LIFE TECNOLOG I ES) Ct^tv^f v ^»tt*ffl»fc£#. 
&&1r Z> -fife K X * f- )V - a - d - 7 )V a y£ j J v K <DM *> &<^Mtt * 8§5£ L tz 
o t^M»)Mtt^gL^^l|?ttC S 1-5-1 lDtU 
2 0 0 // g/mL<7)G4 1 8^Tt§ILf; 0 
[0 2 8 4] 

3) ^Jl'-fl-D-^t^yyF ( a — MG) flJOii*lflWf&14<?5M3e 
9 6^1/- MCCS1-5-1 1DI3X1 0 4i/^titL, 2 B fflig 

*Lfc&fclR»)&*»iftfcttLfco JR»)&*JB«*i£ (1 4 OmMMth'^ 
A, 2mMM*y?A, lmMM^^v^A, lmMMv^^y^A, 1 
0 mM 2 - C 4 - (2-t Fn^vxf^) - 1 - fcf^^ v — ;v0 
>®L 5mMhVX (tKn*'>^fA') 7^ J* * >£"£tr>|g«ifcp H 7. 4 
) l:ii,^M7^V#(Sigma) J:WC7^ (Amersham P 
harmacia Biotech) <D a -MGjS^® 1 mMt & 

& j: -5 £ mi t r mu l £ o euMb-fr* tt s> ^f;^;^^v k k mm L 

HS*Ic-CjS±^LT 1 mM ff — MG £ e^trJpt *9 U «95£ 
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7X^1 0^r H mSL7to [sl-^fp*^9 lj£«fe»)igL;fc&, lWr&fiffi««ift£ 

jwjeffl^«*j:va6iTO^a*fflj^** 75^ L-rojn 

x.3 7r-e^fiLfCo lB$W&£M£JB««fc^*U l?tif;U80^L 
<Dffi&mif&ffiWL (1 0mM^7^<» -MG=£r^tf*il^0^ffl^®^) T? 
2 lft^tf:*) 7 5 ^ LOO. 2mo 1 / LTKiftt h '^At* 

triilt, f«k a 3^Wf (P a c k a r d) H#t7to HO^L^v 
Ony>f4 0 (Packard) ^SPx.TfIfOt> 70ny>fl/-y 3 

-y- > * - h «y ■y'* > h (Packard) ^Tfel^tt^ftil'J Lfc 0 
M^(7)^^^^f>*^i9^*^ML5|v^C'fi^ 1 0 0%t Lt> |i»fb^ 

o KfHfc^tl^ fiV- ff -D-^l:7;y KOIX «9 £50% MM? 2> 

mm. (ic 50 ^) ny'-^/a^na^ffiUco ^oismtimoii*) 

[0 2 8 5] 

[SSI] 





I C 50 fit (nM) 


nmmi 5 


113 


hwj i 8 


18 1 


mmm 2 1 


1 2 


2 4 


2 4 


2 7 


2 3 7 


ntt5#y 2 8 


2 6 7 


2 9 


4 3 1 


nmm 3 0 


5 2 


nte#i 3 1 


9 6 


mmm 3 2 


2 2 0 


nmm 3 3 


17 4 


3 4 


2 4 5 


Ht£0iJ 3 5 


1 1 5 
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[0 2 8 6] 

1) MUflre"^?? ho^Sl 

83g<07 y fj:-3f K (2 3 Omg/k g) 15 

^ti:x-f h V 4 f y> (85mg/kg) fcSWRffittL 

tz 0 ^lMm^Kyy ftftSitU $oi/3-*£?ff (2 g/kg) Rift* 
ffo^o lB#P^(^jfiL|t't , ^^3-^^Jg^3 0 0mg/dLJ^_L*7FL^Sft!» 

[0 2 8 7] 

2) &M*kftitrtti* 

mg/kg) Sr. WJ!H»^tt3(!ia*0*SreP«-^L/So *WS&5-E&fc, 1 7 
. 2 5 k c a 1 / k g O ( t 'J x > ^ it ; N o . 0 3 8 n> 

[0 2 8 8] 

[^2] 





jfn.«**Vu = -.**&< 


jng/dL) 


0B#M 


o. 5mm 


mm 




117 ± 8 


326 ± 46 


297 ± 35 


2 1 


118 ± 9 ' 156 ± 15 178 ± 19 




121 ± 7 


313 ± 33 


303 ± 63 


MteW3 0 


121 ± 6 


163 ± 8 


187 ± 9 




140 ± 11 


280 ± 22 


287 ± 23 


HiS0il 3 2 


125 ± 8. 


223 ± 20 


278 ± 32 


3186011 3 3 


127 ± 11 


207 ± 8 


251 ± 21 
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[0 2 8 9] 

^^oitfia-^ (i) -c^satae 5v-;nm ^ais^WKH^ 
MiEirzzttfx*£2> 0 *tm. ^fitzmmm, »*t&*nr, m 

B^o^Riflcfc ltS3?*c*U. o #3£9! nutria— 
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[AM 

[SHS] H b S G L T 1 SteMFflpffifclERU $ffc#i. ftllflgftl^ ft 




Kb 2] 




OH 



2(iH, ^n^^jR^ oh, s^Brr^^r;^ mitotan 9 

. XfcUMt£\ Om-F&t), Ylifift^, 7;V^>^Te&l9, Z(iCOXi± 
S0 2 t*^ R42SttfR5t±H, gJCT7;v*;v*^-e&*), R3 N R6^D ? R7{i 

H, ^ny>n^ T;v^r;i/^-e^^>] ^^-Mb^tK -eoilSS^ftjfcfr 
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#fpmJPO#-^- #12 0 0 2-3 2 1 7 2 9 

gft#-5f- 50201670837 

m.mt m^um±m 0094 

ftJftH ¥$14^11 J! 8B 

[HffiB] ¥il#ll^ 5B 
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